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Description 
HEPATITIS C VIRUS INHIBITORS 

[1] 

TECHNICAL FIELD 

[2] The present invention relates to new compounds useful for the treatment or 

prevention, of hepatitis. C, a process Tor preparing them, and a composition for the 
treatment or. prevention of hepatitis C comprising the compounds as an active 
ingredient. The composition of the present invention is particuiaLrly effective for . 
inhibiting activity of the hepatitis C virus ('HCV,* below), and so qan be adwi- 
tageously used as a therapeutic agent to the infection with hepatitis C virus or other 
viruses. 

[3] 

BACKGROUND ART 

[4] 

[5] HCV belongs to flaviviricbe, and had been known as the major pathogen of Non-A 

and Non-B hepatitis which are infected by blood transfusion before a part of its gene 
was cloned for the first time. More than 1% of the total population in the world are 
presumed to have antibody against HCV by the HCV infection [Review; Purcell, R. 
H., 'Hepatitis C virus: Historical perspective and current concepts 1 FEMS Mi- 
crobiology Reviews 1 14, pp 181-192 (1994); Van der Poel, C. L., 'Hepatitis C Virus. 
Epidemiology, Transmission and Prevention in Hepatitis C Virus. Current Studies in 
Hematology and Blood Transition, H. W. Reesink, Ed., (Basel: Karger), pp 137-163 
(1994)], and particularly, four (4) million persons in the USA are presumed to be 
infected thereby [Alter, M. J. and Mast, E. E., 'The Epidemiology of Viral Hepatitis in 
the United Sates, Gastroenterol. Clin. North Am. 23, pp 437-455 (1994)]. 

[6] 

[7] When human beings are first exposed to HCV, only about 20% of the infected 

persons suffer from acute hepatitis, and the others do not show severe symptoms. In 
most cases, however, the virus induces chronic hepatitis lasting several decades 
[Iwarson, S., 'The Natural Course of Chronic Hepatitis' FEMS Micr obiology Reviews 
14, pp 201-204 (1994)]. Generally (60% or more), the chronic hepatitis causes liver 
infection to be recurrent or to get gradially worse, and is frequently developed into 
more serious diseases such as hepatocirrhosis, hepatocellular carcinoma, etc. [Kew, M 
C, 'Hepatitis C and Hepatocellular Carcinoma', FEMS Micr obiology Reviews. 14, pp 
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21 1-220 (1994); Saito, L, /Hepatitis C Virus Infection is Associated with the De- 
;: velopment of Hepatocellular Gircinoma' Proc.Natl.Acad.Sci. USA 87, p6547-6549 

(1990)]. A lot of HCV infection by blood trahsfiision nay be prevented by the de- 
velopment of medicines for dignosis, but new infections are still found out by some 
unconfirmed pathways. Unfortunately, there is no broadly effective therapeutic method 
that attenuates progressing chronic HCV. 

[si- , .. ■ ■;_ ' : /: « ■ . . , ;. 

P?] Further, under the citfrent Knowledge fpr HCV, no satisfactory. HCV inhibitor or 

therapeutic agent haSfbeen developed The only earlier therapeutic rnethpd for HCV- 
related diseases is interferon therapy or a combination therapy of interferon and 
. ^ ribavirin [KaLlinowski/Betal., Zeitschrift fur G^stroe nterologie 39. 199-206(2001)]. 
However, interferon shows considerable side effects (Janssen et al., 1994; Renault and 
Hoofnagle, 1989) [Janssen et al., Suicide Associated with Alfe-Interferon Theraphy 
for Chronic Viral Hepatitis 1 , J. Hepatol.. 21, pp 241-243 (1994); Renault, P. F,. and 
Hoofnagle, J. H., Sde effects of alphainterferon. Seminars in liver Disease 9, 
273-277. (1989)], and has a long term therapeutic effect only for some cases (-25%) 
[Weiland, O., Interferon Therapy in Chronic Hepatitis C Virus Infection 1 . FEMS 
Microbiol. Rev .. 14, pp 279-288 (1994)]. Thus, a more -potent anti-HCV therapeutic 
agent is needed. 

[10] 

[11] Under such circumstances as explained above, the present inventors have ex- 

tensively studied to develop potent HCV inhibitors which can be used more effectively 
for the treatment or prevention of hepatitis C. As a result, the present inventors have 
discovered that a group of new compounds as represented by the following formula (1) 
can have such desired effect, and then completed the present invention. 

[12] 

DISCLOSURE 

[13] Therefore, the present invention is to provide a compound of the following formula 

(I): ' .' 
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R 4 




S 0) 
[145 in which.- . . 

[15] . XisOorS 
[16] R 1 is hydrogen, 

[17] alkyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of halogen; alkoxy; alkoxycarbonyl; hydroxy; carboxy; and. 
[18] aryl, 
[19] alkoxy, 

[20] alkoxycarbonyl unsubstituted or substituted by aryl, or 

[21] aryl, 

[22] R 2 and R 3 each are 

[23] hydrogen, 

[24] alkyl substituted by 1 to 3 substituents selected from a group consisting of halogen; 

hydroxy; alkoxy; alkylsulfonyl; and aralkyloxy, 
[25] alkoxycarbonyl, 
[26] alkylsulfonylalkyl, 
[27] aryl, or 

[28] heteroaryl, or 

[29] R 2 and R 3 together form cycloalkyl with the carbon atom to which they are 

attached, or 

[30] when one of R 2 and R 3 is hydrogen, the other is a structure selected from the 

following: 

O OO 

^0"% 5 . ^0" S "R 6 

[31] 

[32] where 

[33] R 5 is alkyl unsubstituted or substituted by anino, 

[34] alkykmino unsubstituted or substituted by alkylcarbonybmino; alkylcarbonyloxy; 
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or dialky lannLinb, 

[35] alkoxy unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of benzoyloxy; alkoxycarbonyl; alkyl; alkylsulfonyl; alkylcarbonylthio; 
alktfxycar|)onylamino; arid heterocycle which is unsubstituted or substituted by 1 to 3 . 
substituents selected from a group consisting 

[36] of alkyl and oxo, and which may include a double bond, 

[37] aryl unsubstituted or substituted by carboxy, or 

[38] anOkyl unsubstituted or substituted by alkylcarbonyloxy, 

[39] R 6 is alkyl, 

[40] R 4 is alkyl unsubstituted or Substituted by 1 to 3 substituents selected from a group 



donsisting of alkoxy unsubstituted or substituted by heteroaryl; carboxy; alkylthio; 
alkoxycarbonyl; alkybminocarbonyl; biphenyl; aryl; aryloxy; aralkyloxy; alkylaryl; 
amino unsubstituted or substituted by a substituent(s) selected from a group consisting 
of alkyl and alkylaryl; cycloalkyl; cycloalkyloxy; alkylarylsulfonyl; heteroaryl un- 
substituted or substituted by halogen; and heteroarylthio, 

[41] alkenyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of halogen; aryl; and heteroaryl, 

[42] alkinyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of alkoxy; alkenyloxy; alkinyloxy; aralkyloxy; aryl; and 

[43] heteroaryl, 

[44] -(CH ) -cycloalkyl, 

2 N 

[45] -(CH ) -substituted cycloalkyl (this cycloalkyl is substituted by aryl which is un- 

2 N 

substituted or substituted by alkoxy or halogen; or fused with heteroaryl unsubstituted 
or substituted by halogen), 
[46] -(CH ) -cycloalkenyl, 

2 N 

[47] -(CH ) -substituted cycloalkenyl (this cycloalkenyl is substituted by 1 to 3 sub- 

2 N 

stituents selected from a group consisting of alkyl and alkenyl), 
[48] -(CH ) *ryl, 

2 N 

[49] -(CH ) -substituted aryl (this aryl is substituted by 1 to 5 substituents selected from 

2 N • 

a group consisting of nitro; cyano; hydroxy; halogen; alkyl; halogenoalkyl; alkoxy; 
halogenoalkoxy; alkylthio; halogenoalkylthio; alkylsulfonyl; alkoxycarbonyl; alkoxy- 
carbonyloxy; amino unsubstituted or substituted by a substituent(s) selected from a 
group consisting of alkyl, alkoxyalkyl, alkenyl, cycloalkyl, and cycloalkylalkyl; 
aryloxy; aralkyloxy unsubstituted or substituted by alkoxy; and heterocycle), 
[50] -(CH ) -heterocycle, 

2 N 
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[51] -(CH ) -substituted heterocycle (this heterocycle is substituted by 1 to 3 sub- 

. stituents selected from a group consisting of oxo; nitro; aLkyl; aralkyl; 
[52] and aryl unsubstituted or substituted by nitro), 

[53] . -(CH^-heteroaryl, or 

[54] -(CH ) -substituted heteroaryl (this heteroaryl is substituted by 1 to 3 substituents 

2 N 

selected from a group consisting of oxo; nitro; halogen; alkyl; alkoxy; alkylthio; alky- 
larylsulfonyl; aryl; land heteroaryl unsubstituted or substituted by 1 to 3 substituents 
selected from a group consisting of alkyl and halogehoalkyl), 
[55] wherein N is an integer of 0 to 10, and when N is not 0, the -CH^- group is un- 

substituted or substituted by halogen, or ils pharntaceutically acceptable salt, hydrate, 
solvate, or isomer including tautomer. . 

[56] 

[57] In the above definitions according to the present invention, the term 'halogen' 

means a radical of fluorine, chlorine, bromine, or iodine, and the preferable halogen 
radical is fluorine, chlorine, or bromine. 

[58] 

[59] The term 'alkyl' used alone or as a composite term with other term means straight- 

chain or branched, saturated aliphatic hydrocarbon radical having preferably 1 to 10 
carbon atoms, more preferably 1 to 5 carbon atoms. The alkyl radical may include 
methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, t-butyl, pentyl, isoamyl, 
n-hexyl, etc., but not restricted thereto. 

[60] 

[61] The term 'alkenyl' used alone or as a composite term with other term means 

straight-chain or branched, mono- or poly-unsaturated, aliphatic hydrocarbon radical 
having preferably 2 to 10 carbon atoms, more preferably 2 to 5 carbon atoms. The 
alkenyl radical may include ethenyl, E-propenyl, Z-propenyl, E-isobutenyl, Z- 
isobutenyl, E-pentenyl, Z-pentenyl, E-hexenyl, Z-hexenyl, E,E-hexadienyl, 
E,Z-hexadienyl, Z,E-hexadienyl, Z,Z-hexadienyl, etc., but not restricted thereto. 

[62] 

[63] " The term 'aUdnyl' used alone or as a composite term with other term means 

straight-chain or branched, mono- or poly-unsaturated, aliphatic hydrocarbon radical 
having preferably 2 to 10 carbon atoms, more preferably 2 to 5 carbon atoms, but 
necessarily having one or more triple bonds. The alkinyl radical may include ethinyl, 
propinyl, isobutinyl, pentinyl, hexinyl, hexettinyl, etc., but not restricted thereto. 

[64] 
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[65] The term .'aryl* used alone or as a composite term with other term means 

carbocyclic aromatic radical having preferably 6 to 14 carbon atoms, more preferably 
6 to 10 carbon atoms, which may optionally .be fiised with further 1 to 3 aryls (for 
example, benzb-fused). The aryl radical may include phenyl, naphthyl, anthracenyl, 
etc., but not restricted thereto. 

[66] 

[67] • The term 'cycloalkyl' used alone or as a composite term with other term means 

nonaromatic Saturated hydrocaibocyclic radical having preferably 3 to "8 carbon- atoms, 
\* more preferably 5 to 6 carbon atoms, which may optionally be fiised with further 1 to 3 
cyeloalkyls or aryls (tor example, benzo-fiised). The cycloalkyl radical n^y include 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, cycloheptyl, indane, tetrahydron- 
aphthalene, etc., but hot restricted thereto. 

[68] 

[69] The term 'cycloaLkenyl' used alone or as a composite term with other term means 

nonaromatic unsaturated hydrocarbocyclic radical having preferably 5 to 7 carbon 
atoms, but necessarily having one or more carbon-carbon double bonds in the ring. 
The cycloalkenyl may be combined with any intracyclic carbon atom that forms a 
stable structure. The cycloalkenyl radical may include cyclopentenyl, cyclohexenyl, 
cyclopentadienyl, indenyl, etc., but not restricted thereto. 

[70] 

[71] The term 'heterocycle' used alone or as a composite term with other term means 5 

to 15-membered, preferably 5- to 6-membered, mono to tricyclic heterocycle, which is 
saturated or partially unsaturated, nonaromatic ring, and which may optionally be 
fiised with fiirther 1 to 3 cyeloalkyls, aryls, heterocycles, or heteroaryls (for example, 
benzo-fused). The heterocycle radical includes 1 to 4 heteroatoms selected from a 
group consisting of nitrogen, oxygen, and sulfiir, and the 'nitrogen and sulfur atoms' 
used in the present invention may be in any oxidized form or quaternary amine form. 
* » The.heterocycle may be combined with any intracyclic carbon or heteroatom that 
forms a stable structure. The heterocycle radical may include imidazolidinyl, incb- 
zolinolyl, perhydropyridazyl, pyrrolinyl, pyrrolidinyl, piperidinyl, pyrazolinyl, 
piperazinyl, morpholinyl, thiamorpholinyl, (3-carborinyl, thiazolidinyl, thiamorpholinyl 
sulfon, oxopiperidinyl, oxopyrrolidinyl, oxoazepinyl, azepinyl, fiirazanyl, tetrahy- 
dropyranyl, tetrahydrofiiranyl, oxathiolyl, dithiolyl, tetrahydrothiophenyl, dioxanyl, 
dioxolanyl, tetrahydrofiirotetrahydrofiiranyl, tetrahydropyranotetrahydrofiiranyl, 
tetrahydrofiiro-dihydrofiiranyl, tetrahydropyranodihydrofiiranyl, dihydropyranyl, dihy- 
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' — drofuranyl, dihydrofiirotetrahydrofuranyr, dihydropyranotetrahydrofiiranyl, siilforanyl, 
etc., .but not restricted thereto. 

[72] 

[73] The term 'heteroaryl' used alone or as a composite term with other term means 3 to 

7-membered, preferably 5- to 6-membered, mono to tricyclic heterocycle, which is an 
aromatic ring, and which may optionally be fused with further 1 to 3 cycloalkyls, aryls, 
heterocycles, or heteroaryls (for example, benzo-fuSed). The heteroaryl radical 
. includes 1 to 4 heterbatoms selected from a group consisting of nitrogen, oxygen, and 
sulfiir, and the 'nitrogen and sulfur atoms' uspd in the present invention may be in any 
oxidized form or quaternary amine form. The heteroaryl may be combined with any in- 
tracyclic carbon Qr heteroatom that forms a stable structure. The heteroaryl radical may 
include benzimidazolyl, imidazolyl, quinolyl, isoquinolyl, indolyl, indazolyl, 
pyridazyl, pyridyl, pyrrolyl, pyrazolyl, pyrazinyl, quinoxolyl, pyranyl, pyrimidinyl, 
pyridazinyl, fiiryl, thienyl, triazolyl, thiazolyl, benzothiazolyl, thieno-thiazolyl, thieno- 
pyrazolyl, tetrazolyl, benzofiiranyl, oxazolyl, benzoxazolyl, isoxazolyl, isothiazolyl, 
thiadiazolyl, thiophenyl, etc., but not restricted thereto. 

[74] 

BEST MODE FOR CARRYING OUT THE INVENTION 

[75] 



[76] Among the compounds of formula (1) showing a potent effect in the treatment or 

prevention of hepatitis C, preferred compounds are those wherein 
[77] X is O or S 

[78] R 1 is hydrogen or 

[79] alkyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of halogen; alkoxy; alkoxycarbonyl; carboxy; and aryl, 
[80] R 2 and R 3 each are 

[81] hydrogen or 

[82] alkyl substituted by 1 to 3 substituents selected from a group consisting of halogen; 

hydroxy; alkoxy; and aralkyloxy, 
[83]. R 4 is alkyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of alkoxy; alkoxycarbonyl; biphenyl; aryl; aryloxy; 
[84] aralkyloxy; alkylaryl; amino unsubstituted or substituted by a substituent(s) 

selected from a group consisting of alkyl and alkylaryl; cycloalkyl; cycloalkyloxy; 

alkylarylsulfonyl; heteroaryl; and heteroarylthio, 
[85] alkenyl unsubstituted or substituted by 1 to 3 substituents selected from a group 
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* consisting of halogen; aryl; and heteroaryl, 
[86] alkinyl unsubstituted or substituted by 1 to 3 substituents selected from a group 

consisting of alkoxy; alkenyloxy; alkinyloxy; aralkyloxy; aryl; and . ^ 

[87] heteroaryl, • 

[88] -(CH ) -cycloalkyl, 

2 N 

[89] -(CH ) -substituted cycloalkenyl (this cycloalkenyl is substituted by 1 to 3 sub- 

2 N . 

stituents selected from a group consisting of alkyl and alkenyl), 
[90] • <QH)«ry\ y ; . " * . ' * /. . 

[91] -(CH ) -substituted aryl (this aryl is substituted by 1 to 3 substituents selected from 

2N 

a group consisting of nitro; cyano; hydroxy; halogen; alkyl; halogenoalkyl; alkoxy; 
halogerioalkoxy; alkylthio; haldgenoalkylthio; alkylsulfonyl; alkoxycarbonyl; dkoxy- 
carbonyloxy; amino unsubstituted or substituted by a'substituent(s) selected from a 
group consisting of alkyl and alkoxyalkyl; and aralkyloxy unsubstituted or substituted 
by alkoxy), 
[92] -(CH ) -heterocycle, 

2 N 

[93] -(CH ) -substituted heterocycle (this heterocycle is substituted by 1 to 3 sub- 

2 N 

stituents selected from a group consisting of oxo; nitro; alkyl; aralkyl; and aryl un- 
substituted or substituted by nitro), 
[94] -(CH ) -heteroaryl, or 

2 N 

[95] -(CH ) -substituted heteroaryl (this heteroaryl is substituted by 1 to 3 substituents 

2 N 

selected from a group consisting of oxo; halogen; alkyl; alkylthio; alkylarylsulfonyl; 

aryl; and heteroaryl unsubstituted or substituted by 1 to 3 substituents selected from a 

group consisting of alkyl and halogenoalkyl), 
[96] wherein N is an integer of 0 to 10. 

[97] 

[98] More preferred compounds are those wherein 

[99] R 1 is hydrogen or unsubstituted alkyl, or 

[100] R 2 is hydrogen, or 

[101] \R 3 is hydrogen; or 

[ 102] alkyl substituted by halogen or hydroxy. 

[103] - 

[104] Particularly preferred compounds are those wherein 

[105] R 3 is hydrogen, hydroxymethyl, or fluoromethyl. 

[106] 

[107] The most preferred compounds are those wherein 
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[108] X is O or S • ' ' : 

[109] R 1 is unsubstituted alkyl, 

[110] R 2 is hydrogen, and 

[111] R 3 is hydrogen, hydroxymethyl, or fluoromethyl. 
[112] 

[113] Typical examples of the compound of formula (1) of the present invention are the 

following: • 

[114]. 6-methyl-2-thioxb- l,2,3,4-tetrahydro-pyriniidine-5-C2tfboxylic acid benzyl ester 

(6); . - . 

[115] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 4-nitro-benzyl 

ester (7); ^ 

[116] • 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-methoxy-benzyl ester (8); 
[117] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid benzo[l,3] 

dioxol-5-ylmethyl ester (9); 
[118] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid naphthalen- 

1- ylmethyl ester (10); 

[119] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-methoxycarbonyl-benzyl ester (11); 
[120] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid furan- 

2- ylmethyl ester (12); 

[121] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- pyridin-4-yl-propyl ester (13); 

[122] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-phenyl-propyl ester (14); 
[ 1 23] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-benzyloxy-ethyl ester (15); 
[124]. * 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid allyl ester (16); 
[125] 6-naphthalen-l-yl-2-thioxo-l,2,3,4-tetr^ acid benzyl 

ester (17)'; 

[126] 6-benzyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid benzyl ester 

(18) ; 

[127] 6-phenethyl-2-thioxo-l, 2,3,4- tetrahydro-pyrimidine-5-carboxylic acid benzyl ester 

(19) ; 

[128] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid biphenyl- 
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4 T ylmethyl ester (22); - . " 

[129] 6-methyl-2-tHioxo-l,2,3,4-tetrahydro^^ . 

(R) : l r phenyl-ethyl ester (23); 
[130] 6-methyl-2-thioxo- 1,2,3,4- tetrahydro-pyrimidine-5-carboxylic acid 

2- (4-methyl-thiazol-5-yl)-ethyl ester (24); 

[131] 6-propyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid benzyl ester 

(25); * 

[132] 6-methy'l-2-thi6xo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxy lie acid 

(R,S)-l-phenyl-ethyl ester (26); 
[133] 6-methyl-2-thioxo-l,2,3,4-tetrahyd^ acid 

1 -methyl- 1-phenyl-ethyi ester (27); 
[134] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carb acid cyclo- 

hexylmethyi ester (29); 
[135] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid hexyl ester 

(30); 

[136] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 8-phenyl-octyl 

ester (33); 

[137] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid phenethyl ester 

(34); 

[138] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

1-methyl-heptyl ester (35); 
[ 1 39] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- (3,4-dimethoxy-phenyl)-propyl ester (36); 

[140] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid cyclohexyl 

ester (37); 

[141] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

1-methyl-pentyl ester (39); 
[142] 6-methyl-2-thioxo-l,2,3,4-teti^ydro^ acid 

3,4-dimethoxy -benzyl ester (40); . & 

[143] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,4-dichloro-benzyl ester (41); 
[144] 6-methyl-2Tthioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

l-methyl-3-phenyl-propyl ester (42); 
[145] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- chloro-benzyl ester (43); 
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[146] 2-thioxo-l,23,4-tetrahy^ acid benzyl ester (44); 

[147] 6-methyl-2-thioxo-l,2,3,4-teti^ 

4-t-butyl-benzyl ester (45); 
[148] 6-methyl-2-thi6xo-l,23Atetr^ydro-pyrimid^ acid cyclo- 

propylmethyl ester (46); 
[149] 6-methyl-2-thioxo-l,23,4-tetrah^ acid 1-ethyl-hexyl 

ester (47); 

[150] 6-methyl-2-thibxo-l,23,4-t^ 
ester (48); 

[151] 6-methyl-2-thioxo-l,23,4"tetrahydro-pyrimidine-5-carboxylic acid 

4-benzylbxy-benzyl ester (49); 
[152] 6-methyl-2-thioxo-l,2A4-tet^ 

3- benzyloxy-benzyl ester (50); 

[153] 6-methyl-2-thioxo-l,23,4-tetra^ acid 4-butyl-benzyl 

ester (51); 

[154] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- methylsulfenyl-benzyl ester (52); 

[155] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrirnidine-5-carboxylic acid 

3- methyl-but-2-enyl ester (53); 

[156] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 3-phenyl-allyl 

ester (54); 

[157] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylk acid 

1- vinyl-but-3-enyl ester (55); 

[ 1 58] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3,7-dimethyl-octa-2,6-dienyl ester (56); 
[159] 6-methyl-2-thioxo-l,23,4-teti^ydro-pyrimidine-5-carboxyli^ acid phenyl- 

o-tolyl-methyl ester (57); 
[ 1 60] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- benzyloxy-3-methoxy-benzyl ester (58); 

[161] 6-methyl-2-thioxo- 1 ,23>4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (ethyl-m-tolyl-emino)-ethyl ester (59); 

[162] 6-methyl-2-thioxo- l,23>4-teti^ydro-pyrimidine-5-carboxylic acid 

* 4-bromo-benzyl ester (60); 
[163] 6-methyl-2-thioxo-l,23,4-tetr^ acid 4-fluoro-benzyl 

ester (61); 
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[ 1 64] 6-methoxy-2-thioxo- 1 t 23,4-tetrahydro-pyrimidine-5-carboxylic acid benzyl ester 

(63); 

[165]* 6-methoxymethyl-2-thioxp- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylid acid benzyl 

ester (64); " * 
[166] 6-methyl-2-thi6xo-l,23 5 4-tetrahydro-pyrimidine-5-<^boxyU^ 

2-methoxy-benzyl ester (65); 
[ 1 67] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

^-ethoxy-benzyl ester (66); ■ • 

[168] 6-methyl-2-thiox6-l,2;3^ 

ester (67);. • . *> 

[169] . • 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid cy- 

. clopentylmethyl ester.(68); 
[170] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,4-difluoro-benzyl ester (69); 
[171] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-chloro-4-fluoro-benzyl ester (70); 
[172] 6-methyl-2-thioxo- l,2,3,4-teti^ydro-pyrimidine-5-carboxylic acid 

4-ethoxy-benzyl ester (71); 
[173] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-isobutoxy-benzyl ester (72); 
[174] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-methanesulfonyl-benzyl ester (74); 
[175] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 3-iodo-benzyl 

ester (75); 

[176] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3,4-dimethyl-benzyl ester (76); 
[177] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 3-nitro-benzyl 

ester (77); * r 

[f*78] 6-methyl-2-thioxo-l,23>^-tetr^ - 

4-propoxy-benzyl ester (78); 
[179] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-dimethybmino-benzyl ester .(79); 
[180] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylicac cy- 

clobutylmethyl ester (80); 
[181] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 
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3 t 5-dimethoxy-benzyl ester (81); 
[182] . 6-methyl-2-thioxo-l,23y^eto^ 

3.5- dimethyl-benzyl ester (82); 

[183] 6-methyl-2-thio£0- 1 ,23,4-teti^ydro-pyrifriidine-5-carboxylic acid 3-fluoro-benzy 1 

ester (83); 

[ 1 84] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrimidine-5-carboxylic acid 

2- chloro-benzyl ester (84); 

m 

[185] 6-methyl-2-thioxo-l,23,4-tefr 

(85); . , 

[ 1 86] 6-methyl-2-thioxo- 1 ,23,4-teti^hydro : pyrimidine-5-carboxy lie acid 

1- benzyl-piperidin-4-yl ester (86); . 

[1 87] 2-thioxo- 1 ,2,3,6-tetrahydro-pyrimidine-4,5-dicarboxylic acid dibenzyl ester (87); 

[188] 6-methyl-2-thioxo-l,23,4-teti^ acid 

3- (4-methoxy-phenyl)-propyl ester (88); 

[189] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyriniidine-5-carboxylic acid 

4- methyl-benzyl ester (89); 

[190] 6-methyl-2-thioxo-l,23,4-tetrah^ 

3-methyl-benzyl ester (90); 
[191] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-chloro-benzyl ester (91); 
[192] 6-methyl-2-thioxo- l 7 23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (4-methoxy-phenyl)-ethyl ester (92); 

[193] 6-methyl-2-thioxo-l,23>4-tetra^ acid 

2-(4-fluoro-phenyl)-ethyl ester (93); 
[194] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(4-chloro-phenyl)-ethyl ester (94); 

[195] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(4-dimethyfeminb-phenyl)-ethyl ester (95); 
* » 

[196] . 6-methyl-2-thioxo 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

(s)-(-)-4-isopropenyl-cyclohex-l-enylmethyl ester (96); 
[197] 6-methyl-2-thioxo-l,23,4-tetrahydro-py^ acid 

6.6- dimethyl-bicyclo[3.Ll]hept-2-en-2-ylmethyl ester (97); 

[198] 6-methyl-2 T thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 2-chloro-allyl 

ester (98); 

[199] 6-methyl-2-thioxo- 1 ,23,4-tetrahydio-pyrimidine-5-carboxylic acid 
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3-bromobut-3-enyl ester (99); 
[300] 6-methyl-2-thioxo-l,2,3,4-tetrahy<to 

2- lrifluoromethyl-benzyl ester (100); 

[201] 6-methyl-2-thioxo-l,2,3,4-teti^ydro^ acM 

3- trifluoromethyl-benzyl ester (101); 

[202] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrimidine-5-carboxylic acid 

- ■ 2KlH-indol-3-yl)-ethyl ester (102); 

[203] 6-methyl-2-thioxo- 1 ,23,4 : tetrahydro-pyriirddine-5-c^rboxylic acid 

3-(4-fluoro-phenyl)-propyl ester ( 103); 
[204] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrimiciine-5-carboxylic acid 

^ 3-(2-methoxy-phenyl)-propyl ester (104); 
[205] 6-methyl-2-thioxo- 1 43,4-tetrahy^-pyrimidine-5-carboxylic acid 

3-(4-methylsulfenyl-phenyl)-propyl ester (105); 
[206] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-(3-trifluoromethoxy-phenyl)-propyl ester (106); 
[207] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-(4-trifluoromethyl-phenyl)-propyl ester (107); 
[208] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- (4-benzyloxy-phenyl)-propyl ester (108); 

[209] 4-methoxy methyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid benzyl ester (109); 
[2 10] 6-methyl-2-thioxo- 1 ,2,3 ,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-methylsuUanyl-benzyl ester (1 10); 
[211] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-isobutylsulfenyl-benzyl ester (1 1 1); 
[212] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-methanesulfonyl-benzyl ester (112); 
[213] # 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-rhethy 1-propane- 1 -sulf ony l)-benzy 1 ester (113); 
[214] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- trifluoromethyl-benzyl ester (114); 

[215] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrirnidine-5-carboxylic acid ^ 

2-(2-methbxy-phenyl)-ethyl ester (1 15); 
[216] 6-methyl-2-lMoxo-l,2,3,4-tetrahydro-p^ acid 

2-(2-fluoro-pheny l)-ethy 1 ester (116); 
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[217] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-c^ 

2-(3-chloro-phenyl>ethyl ester (1 17); 
[218] 6-methyi-2-thioxo- 1 ,23 5 4-ted^ydro-pyriinidine-5-carbbxylic acid 

2-{2^chloro-pheny l) T ethyl ester (1 18); 
[219] 6-methyl-2-thioxo- 1 ,23 Atetrahydro-pyrimidine-5-carboxylic acid 

2- (4-nitro-phenyl)-ethyl ester (119); 

[220]- 6-methyl-2-thioxo-l,23,^ 

3- methoxy-benzyl ester (120); . 
[221] 6-methyl-^-thioxo-l,23^-teti^y^ S- 

(4-methoxy-benzyl) ester (121); 
[222] 6-methyl-2-thidxo- 1 ,23,4-teti^ydro-pyrimidirie-5-carboxylic' acid 

2;4-dimethyl-benzyl ester (122); 
[223] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid incbn-l-yl ester 

(123) ; 

[224] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid incbn-2-yl ester 

(124) ; 

[225] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrirnidine-5-carboxylic acid 

2-(indm-l-yloxy)-ethyl ester (125); 
[226] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-in<bn-l-yl-ethyl ester (126); 
[227] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyriinidine-5-carboxylic acid 

l,l-dioxo-lH-ll 6 -benzo[b]thiophen-2-ylmethyl ester (127); 
[228] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-(4-nitro-phenyl)-furan-2-ylmethyl ester (128); 
[229] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid but-3-inyl ester 

(129); 

[230] 6-methyl-2-thioxo7 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid pent-4-inyl 

ester (130); 

[231] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrinucUne-5-c^ acid 

3,5-dichloroTbenzyl ester (131); 
[232] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-chloro-2-methoxy-benzyl ester (132); 
[233] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyriniidine-5-carboxylic acid 2-o-tolyl-ethyl 

ester (133); 

[234] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyriniidine-5-carboxylic acid 
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3,5-difluoro-benzyl ester (134); " '" . 

[235]. 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyri^ 
3-methyl-4-nitrb-benzyl ester ( 1 35); 
. [236] 6-methyl-2-*thioxo- 1,2,3^ 

3- nitro-4-methyl-benzyl ester (136); 

[237] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2.4- dimelhoxy-3-methyl-benzyl ester (137); 

[238] 6-methyl-2-thioxo-l,2,3,4-tet^ acid 

4- methoxy 7 2,3-dimethyl-benzyl ester (138); 

%[239] 6-methyl-2-thioxo-l,23,4-teti^ thiophen- 

3-ylmethyl ester (139); 
. [240] 6-methyl-2-thioxo-l,23,4-tetrah^ acid 

6-nitro-benzo[l,3]dioxol-5-ylmethyl ester (140); 
[241] 6-methyl-2-thioxo-l, 2,3,4- tetrahydro-pyrimidine-5-carboxy lie acid 

3-bromo-4-methoxy-benzyl ester (141); 
[242] 6-methyl-2-thioxo-l,23,4-teti^ acid 

2,4,6-trimethyl-benzyl ester (142); 
[243] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

5- chloro-2-nitro-benzyl ester (143); 

[244] 2-thioxo-6-trifluoromethyl- 1 ,23,4-tetrahydro-pyrimidine-5-carboxy lie acid benzyl 

ester (146); 

[245] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

9-ethyl-9H-carbazol-3-ylmethyl ester (147); 
[246] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3.5- bis-trifluoromethyl-benzyl ester (148); 

[247] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,5-dimethyl-benzyl ester (149); 
[248] 6-methyl-2-thiox6- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3,5-diethoxy-benzyl ester (150); 
[249] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyriniidine-5-carboxylic acid bicyclo[2.2. 1] 

hept-2-ylmethyl ester (151); 
[250] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 4-ethyl-benzyl 

. ester (152); 

[25 1] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine--5-carboxylic acid thiophen- 

2-ylmethyl ester (153); 
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[252] 6-methyl-2-thioxo-l,23^^ pyridin- 

2- ylmethyl ester < 154); . 

[253] 6-methyl-2-thioxo-l,23,4-tet^ acid pyridin- 

4-ylmethyl ester (155); 
[254] 6-methyl-2-thioxo-l,23,4-teti^ acid 

2,3-dimethyl-benzyl ester (156); 
[255] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidihe-5-carboxylic acid hex-3^inyl ester 

(157); 

[256] 6-methyl-2-thioxo- 1 ,23,4-tetrahy<to-pyrimidine-5-carboxylic acid 

3- pyridin-3-yl-propyl pster (158); 

[257] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyriniidine-5-carboxylic acid prop-2-inyl 

ester (159); 

[258] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid pent-3-inyl 

ester (160); 

[259] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyriniidine-5-c^ acid 

tetrahydrofuran-2-ylmethyl ester (161); 
[260] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

tetrahydrofuran-3-ylmethyl ester (162); 
[26 1 ] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- phenoxy-ethyl ester (163); 

[262] 6-methyl-2-thioxo- 1 5 2,3,4-tetrahydro-pyriniidine-5-carboxylic acid 

3- trifluoromethylsulfenyl-benzyl ester (164); 

[263] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine"5-carboxylic acid 

2-(l-methyl-lH-indol-3-yl)-ethyl ester (165); 
[264] 6-(3-ethoxycarbonyl-propyl)-2-thioxo-l,23,4-tetrahydro-pyrinu 

acid benzyl ester (169); 
[265] 6-(3-carboxy-propyl)-2-thioxo-l,^ acid 

benzyl ester (17Q); 

[266] 6-methyl-2-thioxo-l,23,4-tetrahydro-p^ acid 2-m-tolyl-ethyl 

ester (172); 

[267] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrimidine-5-carboxylic acid 2-p-tolyl-ethyl 

ester (173); 

[268] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,5-dimethoxy-benzyl ester (174); 
[269] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 
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' .*2^3 t 5-dimethy^phenyl)-ethyl ester (175); 
{270] 6-methy i 7 2-thioxo-l, 2 A4-tetrahy^ acid 

4-methoxy-3-methyl-benzyl ester (176); 
{271] 6-methy 1-2-thioxo- 1,2^, 4- tetrahydro-py acid 

2- fluorb-4-methoxy-benzy 1 ester (177);- 
[272] 6-methyl-2-thioxo-l,23,4-tetrahydro^ 

- 3-±>romo-4,5-dimethoxy-benzyl ester (178); 
[273] 6-methy 1-2-thioxo- 1 ,23,4^tetrahydro-pyrimicUrie-5-carboxy^ acid 

4- methoxy-3,5-dimethyl-berizyl ester (180); *. 

[274] 6-methyl-2-thioxo-l,23,4-teti^ydro^ acid . 

3 f 5-dimethyl-l-phenyl-lH-pyrazol-4-ylmethyl ester (181); 
[275] 6-methyl-2-thioxo : 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 2-nitro-benzyl 

ester (183); 

[276] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine--5-carboxylic acid 

2,6-dimethyl-benzyl ester (184); 
[277] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxy lie acid 

5- bromo-2-methoxy-benzyl ester (185); 

[278] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- phenyl-prop-2-inyl ester (192); 

[279] 6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,3-dibromo-allyl ester (193); 
[280] 6-methy 1-2-thioxo- l,2^,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,3-dihydro-benzo[l,4]dioxin-2-ylmethyl ester (195); 
[28 1] 2-thioxo- 1 ,23,6-tetrahydro-pyrimidine-4,5-dicarboxylic acid 5-benzyl ester 

4- methyl ester (196); 

[282] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

5- ethoxycarbonyl-pentyl ester (197); 

[283] 6-methy 1-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

9-methoxycarbonyl-nonyl ester (198); 
[284] * 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- trifluoromethy Isulfeny 1-benzy 1 ester ( 1 99) ; 
[285] 6-methyl-2-thioxo- 1 ,2 t 3,4-tetrahydro-pyrimidine-5-cait)Oxy lie acid dec-3-inyl ester 

(200); 

[286] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(toluene-4-sulfonyl)-ethyl ester (201); 
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[287] 6-methyl-2-thioxo- 1 ,23,4-tetr^ydro-pyrimidine-5-carboxyiic acid 3-met hyl- 

thiophen-2-ylqiethyl ester (202); 
[288] • 6-methyl-2-ttiioxo-l ,2,3,4- tetrahydro-pyrimidine-5-carboxy lie acid 

5-bromo-thiophen-2-ylmethyl ester (203); 
[289] 6-methyl-2-thioxorl,2,3,4-tetrahy acid 

4- bromo-thiophen-2-ylmethyl ester (204); 
[290] 6-methyl-2-thiox6-l,2,3,4-tetrahyd^ 

5- ethylTthiophen-2-ylmethyl ester (205); 

[291] 6-methyl-2-thioxo- l,2,3,4-tetr^ydro-pyrimidine-5-carboxylic acid 

2- thiopheh-2-y Methyl ester (206); 
[292] * 6-methyl-2-thioxo-l,2,3,4-tetrah^ 

3- chloro-4-methyl-thiophen-2-ylmethyl ester (207); 

[293] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-thiophen-3-yl-ethyl ester (208); 
[294] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- { 4- [(2-methoxy-ethy l)-methy 1-aiiino] -phenyl } -ethyl ester (209) ; 
[295] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrirnidine-5-carboxylic acid 

2- thiophen-2-yl-thiazol-5-ylmethyl ester (210); 

[296] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

benzyl ester (211); 

[297] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- methyl-thieno[2,3-c]isothiazol-5-ylmethyl ester (213); 

[298] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- benzyloxy-but-2-inyl ester (214); 

[299] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- methoxy-but-2-inyl ester (215); 

[300] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2,6-dimethyl-thieno[3,2-d]thiazol-5-ylmethyl ester (216); 
[301] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

5- methylsulianyl-thiophen-2-ylmethyl ester (217); 

[302] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid [2,2'] 

bithiophenyl-5-ylmethyl ester (218); 
[303] 6-methyl-2-thioxo- l,23,4-tetr^ydro-pyrimidine-5-carboxylic acid benzo[b] 

thiophen-2-ylmethyl ester (219); 
[304] 6-methyl-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 
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» 3rpyrrol- 1 -yl-thiophen-2-ylmethyf ester (220);. 
[305] 6-methyl-2-thioxo- 1 ,23,4-tetr^ydr6-pyrimidine-5-carboxyIic acid 

5r(2-methyl-thjazol-5-yl)-thiophen-2-ylmethyl ester (221); 
[306] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine- 

- 5-(f-methyl-5-trmuoromethyl-m ester (222); 

[307] 6-methyl-2-thioxo- 1 ,23 5 4-tetrahydro-pyrimidifte-5-carboxylic acid 

. 1 ^dimethyl- lH-thieno[2,3 -c]pyrazoi-5-ylmethyl ester (223); 
[308] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyriim 

2-(benzothiazol-2-ylsulfenyl)-ethyl ester (224); 
[309] : 6-methyl-2-thioxo-l,23Ateti^^ acid benzotriazol- 

1- ylmethyl ester (225); 

[310] 6-methyl-2-thioxo-l,2,:M--tetr^ benzothiazol- 

2- ylmethyl ester (226); 

[311] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-(4-methoxy-benzyloxy)-benzyl ester (227); 
[312] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-t-butoxycarbonyloxy-benzyl ester (228); 
[313] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyr^ acid 

4- hydroxy-benzyl ester (229); 

[3 14] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

1- (toluene-4-sulfonyl)-lH-pyrrol-3-ylmethyl ester (230); 
[315] 6-methy 1-2-thioxo- 1,23,4-tetrahydro-^^^ 

2- methyl-benzyl ester (231); 

[3 1 6] 6-methy 1-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxy lie acid 

5- methyl-thiophen-2-ylmethyl ester (232); 

[317] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-chloro-thiophen-2-ylmethyl ester (233); 
[3 1 8] 6-methyl-2-thioxo-4-tnfluoromethyl- 1 ,2,3,4.tetrahydro-pyrimidine-5-carboxylic 

acid benzyl ester (234); « 
[319] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid thieno[2,3-b] 

thiophen-2-ylmethyl ester (235); 
[320] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyriniidine-5-carboxylic acid 

4-ethoxy-but-2-inyl ester (236); 
[321] 6- methy 1-2-thioxo- l,23,4-teti^ydro-pyrimidine-5-carboxylic acid 

4-propoxy-but-2-inyl ester (237); 
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[322] 6-methyl-2 : thioxo- 1 ,23,4^te^ydro-pyrimidine-5-c^boxylic acid benzoxazol- 

2- ylmethyl ester (238); 

[323] 6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyriiiTidine-5-carboxylic acid 

3- thiophen-2-yl-prop-2-inyl ester (239); 

[324] ••' 6-methylr2-thioxo-l,2,3,4-tetrahydro-pyru^ 

3-thiophen-3-yl-prop-2-inyl ester (240); 
[325] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyriiftidine-5-carboxylic acid 

1- iAethyl- lH-benz6imidazol-2-ylmeth 

[326] . 6-methyl-2-thioxo- 1,23,4^ acid 

3-methyl-3H-benzotriazdl-5-ylmethyl ester (242); 
[327] . 6-methyl-2-thioxo-l,23/*-tetrah^ . 

3-thiophen-3-yl-propyl ester (243); 
[328] 6-methyl-2-thioxo-l,23,4-tetrahy^ 

3- thiophen-3-ykdlyl ester (244); 

[329] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- allyloxy-but-2-inyl ester (245); 

[330] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4-(l-methyl-prop-2-inyloxy)-but-2-inyl ester (246); 
[331] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2-bromo-thiophen-3-yl)-ethyl ester (247); 

[332] 6-methyl-2-thioxo-l,23^tetrahydro-pyrimidine-5-carboxylic acid benzothiazol 

6-ylmethyl ester (248); 
[333] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2-fluoro-thiophen-3-yl)-ethyl ester (249); 

[334] 6-methy 1-2-thioxo- 1 ,23,4-teti^ydro-pyrimidine-5-carboxylic acid 

3- furan-2-yl-propyl ester (250); 

[335] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-carboxyU^ acid 

3-fiiran-2-yl-allyl ester (251); 
[336] 4-fluoromethyl-6-methyl : 2-thioxo- 1 ,23,4-tetrahydro-pyrimidine"5-carboxylic ac 

2-thiophen-3-yl-ethyl ester (252); 
[337] 4-fluoromethyl-6-methyl-2-thioxo ac 

thiophen-3-ylmethyl ester (253); 
[338] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyriniidine-5-carboxylic acid 

2-fiiran-3-yl-ethyl ester (254); 
[339] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 
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• 2-thiophen-3-yl-l -methyl-ethyl ester (255); . 
[340]' 6-me'thyl-2-thioxo-l,23,4-ted^ 

2-methyl-benzoxazbl-6-ylmethyl ester (256); 
[341] 6-methyl-2-thioxo- 1,2,3 ,4-tetrahydro-pyrimidine-5-carboxyUc acid 

2-(3-methy l-thiophen-2-y l)-ethy 1 ester (257) ; 
[342] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-py^ 

2-(5-methyl-thiophen-2-yl)-ethyl ester (258); 
. [343] 6-methy 1-2-thioxo- 1 ,2,3,4-teti^ydro-pyrimidine-5-carboxylic acid 

2-(4-fluoro-phenyl)-ethyl ester (259); 
[344] * 2-thioxo-l,2,3,4-tetrahydro-pyrimi^ 

ester (261); 

[345] * 4-fluoromethy l-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro r pyrimidine-5-carboxy lie acid 

2-ethoxy-benzyl ester (263); 
[346] 6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-ethyl-fiiran-2-ylmethyl ester (264); 
[347] 6-methyl-2-thioxo- 1 ,2,3,4-teti^ydro-pyrimidine-5-carboxylic acid 

2-benzoxazol-2-yl-ethyl ester (265); 
[348] 6-methyl-2-thioxo- 1 ,2,3,4-teti^ydro-pyrimidine-5-carboxylic acid 

2-(5-ethyl-thiophen-2-yl)-ethyl ester (266); 
[349] 6-methy 1-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(l,3-dimethyl-lH-thieno[2,3-c]pyrazol-5-yl)-ethyl ester (267); 
[350] 4-fluoromethyl-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2-bromo-thiophen-3-yl)-ethyl ester (268); 

[351] 4-fluoromethyl-6-methy 1-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxy lie acid 

3- thiophen-3-yl-allyl ester (269); 

[352] 4-fluoromethy 1-6-methy 1-2-thioxo- l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-furan-2-yl-propyl ester (270); 
[353'] 4-fluoromethy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-thiophen-3-yl-ethyl ester (27 1); 
[354] 4-benzyloxymethyl-6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxyl^ 

acid 2-thiophen-3-yl-ethyl ester (272); 
[355] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-ethoxy-phenyl)-ethyl ester (273); 
[356] 4-fluoromethy l-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-ethoxy-phenyl)-ethyl estei: (274); 
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[357] 4-fluoromethyl-6-methyi-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-fluoro-thiQphen-3-yl)-ethyl ester (1'); 
[358] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidihe-5-carboxylic acid 

2- cyclopropyi-ethyl ester (2 f ); 

[359] 6-methyl-2-thioxo-l,23,4-tetrahydro-pyrinudine-5-carbox acid cyclohex- 

3- enylmethyl ester (3 f ); 

[360] 6-methyl-4-phenyl-2-thioxo acid 

2-thiophen-3-yl-ethyl ester (4'); 

[361] . 6-methyl-2 T thibxo-l,23 

- 2-(3-methyl-thieno[2,3-c]isothiazol-5-yl)-ethyl ester (5'); 

[362] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-4,5-dic^oxylic acid 4-ethyl 

■ * * 
ester 5-(2-thi9phen-3-yl : ethyl) ester (6 1 ); - ■* 

[363] 8-methyl-6-thioxo-5,7-diazarspiro[3.5]hon-8-en-9-carboxylic acid 

2- thiophen-3-yl-ethyl ester (7'); 

[364] 6-methyl-2-thioxo-4-trifluoromethyl- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-thiophen-3-yl-ethyl ester (8'); 
[365] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- thiophen-2-yl-propyl ester (9'); 

[366] 4-fluoromethy l-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-thiophen-2-yl-propyl ester (10'); 
[367] 6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

5,6-dihydro-4H-cyclopenta[c]thiophen-5-yl ester (IT); 
[368] 6-methyl-2-thioxo-l,23^tetrahydro-pyrimidine-5-carboxylic acid 

l,3-dicHloro-5,6-dihydro-4i-cyclopenta[c]thiophen-4-yl ester (12'); 
[369] 7-methyl-5-thioxo-4,6-diazarspiro[2.5]cK:t-7-ene-8-(ait)oxylic acid 

2-thiophen-3-yl-ethyl ester (13'); 
[370] 6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (3-nitro-phenyl>ethyl ester (14'); 
[37 1 ] 4-fluoromethy l-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- chloro-4-methyl-thiophen-2-ylmethyl ester (15*); 
[372] 4-fluoromethy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- thiophen-2-y 1-propy 1 ester ( 1 6') ; 
[373] . 6-methyl-2-thioxo-l,23,4-tetrahy<^ acid o 

5-carboxy-pentyl ester (18'); 
[374] 6-methyl-2-thioxo- l,23,4-tetrahydro-pyrimidine-5-carboxylic acid 
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5-octylcarbamoyl-pentyl ester (19 1 ); * 
.[375] 6-methyl-2-thioxo- 1,2,3^ 

9-carboxy-nonyl ester (20'); ' 
[376] 6-methyl-2-thioxo-l, 2,3,4- tetrahydro^ 

1- chloro-5,6-dihydro-4l-cyclopenta[c]thiophen-4-yl ester <21*); 
[377] 6-methyl-2-thioxo- 1 ,2,3 ,4-tetrahydro-pyrimidine-5-carboxylic acid 

2K5-eAyl-furah-2-yl)-ethyl ester X22*); . 
[378] 4-ffuoromethyf-6-methy^ acid 

2- (5-ethyl-furan-2-yl)-ethyl ester (23 f ); 

[379] (/?)-4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-thiophen-3-yl-ethyl ester (24'); 
[380] (5)-4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-thiophen-3-yl-ethyl ester (25'); 
[381] 6-methyl-2-thioxo-l,2,3,4-tetrahydro^ 

2-(5-nitro-thiophen-3-yl)-ethyl ester (26'); 
[382] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-bromo-thiophen-3-yl)-l -methyl-ethyl ester (27'); 
[383] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(5-nitro-thiophen-3-yl)-ethyl ester (28*); 
[384] 9-methyl-7-thioxo-6,8-diaza-spiro[4.5]dec-9-ene- 10-carboxylic acid 

2- thiophen-3-yl-ethyl ester (29'); 

[385] 6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 5-methyl-[l,2,4 

]oxadiazol-3-ylmethyl ester (30'); 
[386] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- phenyl-propyl ester (3T); 

[387] 4-fluoromethyl-6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5 acid 

2-(4-fluoro-pheny l)-ethy 1 ester (32') ; 

/•* 

[388] • 4-fluoromethyl-6-methyl-2-thioxo*- 1,2,3^ acid 
■* • * « ' ~* * 

phenethyl ester (33 1 ); 

[389] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

4- chloro-benzyl ester (34*); 

[390] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

. <3,5-dimethyl-benzyl ester (35'); 
[391] 4-fluoromethyl-6-methyl-2-thioxo- 1,2,3,4-^^ 

5- chloro-2-methoxy-benzyl ester (36'); 
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[392] 4rfluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyiii^ acid 

2-trifluororiiethyl-behzyl ester (37'); 
[393] - 6-pethyl-2-thioxo-l,23,4-te^ S - 

- furan-2^ylmethyl ester (38'); • 
[394] . 4-fluqromethyl-6-mefliyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carbothioic 

acid S-furan-2-ylmethyl ester (39'); 
[395] 6-methyl-2-thioxo- 1 9 2,3,4-tetrahydiX)-pyrimidine-5-carboxylic acid 

2-C4-meflioxy-thiophen-3-ylj-ethyl ester (40'); 
[396] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(4-methoxy-thiophen-3-yl)-ethyl ester (4T); 
[397] 4-fluoromethyl-6-methyl-2Tthioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2-methoxy-phenyl)-ethyl ester (42'); 

[398] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyriniidine-5-carb6xylic acid 

3- (4-methoxy-phenyl)-propyl ester (43'); 

[399] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

cyclohex-3-enylmethyl ester (44'); 
[400] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3-phenyl-prop-2-inyl ester (45*); 
[401] 4-fluoromethyl-6-methyl-2-thioxo-l,23^ acid 

2- (benzoxazol-2-ylsulfenyl)-ethyl ester (46 1 ); 

[402] 6-methy 1-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-methyl-isoxazol-3-ylmethyl ester (47'); 
[403] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- (2-oxo-benzothiazol-3-yl)-propyl ester (48'); 

[404] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3>4-tetrahydro-pyrimidine-5-carboxylic acid 

3- (benzoxazol-2-ylsulfenyl)-propyl ester (49'); 

[405] 

4- (3H-imidazol-4-yl)-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 
acid 2-thiophen-3-yl-ethyl ester (50 f ); 

[406] 4 7 ftuoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

cyclohexylmethyl ester (5 1'); 
[407] 4-fluoromethyl-6-methyl-2-thioxo acid 

3-(2-fluoro-thiophen-3-yl)-propyl ester (52*); 
[408] 4-fluoromethyl-6-methyl-2-thioxo^^ acid 

3-thiophen-3-yl-propyl ester (53'); 
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[409] . 6-methyl-2-thioxo- 1 ,23,4-tetraHydro-pyri^ acid 

* . • 2^2-thibphen-3-yl-ethoxy)-ethyl ester (54'); 
4410] ^ 4-fluorbmethyl-6-methyl-2-thiox^ acid 

4-(benzothiazol-2-ylsulfenyl)-butyl ester (55'); 
[411] £ 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- (4-fluorophenyl)-propyl ester (56*); ' 

[412]. 6-fluoromethy 1-2- thioxo- 1,23^^ acid 

.:. 2-thiophen-3-yl-ethyl ester (5T); , - * . . ." 
[413] * 4-fJuoromethyl-6-methyl-2-thio^ acid 

- 3-benzo[fc]thiopheri-2-yl-propyl ester (58'); 
[414] * 4-fluoromethyl-6-methyl-2-thioxo acid 

. 3-{4-[(2-methoxy-ethyl)-methyl-anino]-phenyl}-propyl ester (59 f ); 
[415] 4-fluoromethyl-6-methyl-2-thioxo-l,23^ acid 

2- pentefluorophenyl-ethyl ester (60'); 

[4 1 6] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3 > 4-tetrahydro-pyrimidine-5-carboxylic acid 

4- thiophen-3-yl-butyl ester (6T); 

[417] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

[2,2']bithiophenyl-5-ylniethyl ester (62'); 
[4 1 8] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- methylsulfenyl-propyl ester (63'); 

[4 19] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxy lie acid 

1- (4-methoxy-phenyl)-cyclopentylmethyl ester (64 1 ); 

[420] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2,3,5,6-tetrafluoro-phenyl)-ethyl ester (65'); 

[421] 4-fluoromethyl-6-methyl-2-thioxo acid 

1- (4-methoxy-phenyl)-cyclopropylmethyl ester (66*); 

[422] 6-hydroxymethy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- thiophen-3-yl-ethyl ester (67*); 

[423] • 

6-rriethyl-4-(2-methyl-propane-2-sulfonylmethyl)-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidi 

ne-5-carboxylic acid 3-thiophen-3-yl-propyl ester (68'); 
[424] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

3,5-cfifluoro-benzyl ester (69*); 
[425] 4-fluoromethyl-6-methyl-2-thiox acid 

2-(3-chloro-phenyl)-ethyl ester (70'); • 



WO 2004/111013 



27 



PCT/KR2004/001370 



[426] 6-methyl-2-thioxo-l,23,4-tetrahydK>-pyrimidine-5-carboxylic acid . 
• - 2,2 : difluoro-2-thioF>hen-3-yl-ethyl ester (71'); . 

* * * « 

*[427] 4-fluoromethyl-6-methyl-2-thio^^ 

3-triflubromethylsulfenyl-benzyl ester (72'); 
[428] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

1- methyl-3-thiophen-2-yl-propyl. ester (74'); 

[429] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- (2,6-diflMoro-phenyl)-ethyl ester (75'); ■ ~*" * 

[430] 4-chloromethyl-6-methyl-2-thioxo- l J 23,4-tetrahydip-pyrimidine-5-carboxylic acid 

2-Aiophen-3-yl-ethyl ester (1 6'); 
[431] 4-fluorqmethyl-6-methyl-2-thioxo-l^ acid 

2-(2-nitro-phenyl)-ethyl ester (77 1 ); 
[432]* 4-fluoromethyl-6-methyl-2-thio£^ acid 

5-chloro-2-nitro-benzyl ester (78'); 
[433] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2- chloro-4-fluoro-benzyl ester (79'); 

[434] 4-difluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-thiophen-3-yl-ethyl ester (80 1 ); 
[435] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

5-chloro-2-methoxy-benzyl ester (8T); 
[436] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

3- chloro-4-methoxy-benzyl ester (82'); 

[437] 4-fluoromethy l-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-chloro-5-nitro-benzyl ester (83'); 
[438] 4-fluoromethy l-6-methyl-2-thioxo-l,23,4-tetra^ acid 

2-(5-chloro-2-methoxy-phenyl)-ethyl ester (84 ! ); 
[439] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-Jetr^ydro-pyrimidine : 5-carboxylic acid 

2-(3„,5-difluoro-phenyl)-etHyl ester (85'); 
[440] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 

2-(2-chloro-4-fluoro-phenyl)-ethyl ester (86'); 
[441] 4-fluoromethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidin^ acid 

2-(2-chloro-6-fluoro-phenyl)-ethyl ester (87'); 
[442] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carbothioic 

acid S-phenethyl ester (88'); 
[443] 4-fluoromethyl-6-methyl-2-thioxo-l,23,4-te^ 
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3,5-dichloro-benzyl ester (8^'); 
[444] 4-fluoromethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid " 

2-(3,4^difluoro-phenyl)-ethyl ester (90 f ); 
[445] * 4-fluoromethyl-6^methyl-2-thioxp-l,23,4-tetrahydro-pyrin^ 

3,4,5-trifluorb-benzyl ester (91 f ); 
[446] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyriim 

acid 2-(5-chloro-thiophen-2-yl)-ethyl ester (1"); 
[447]-- . 4-metboxymethyl-6-methyl-2-thioxo-l^^^^ 

acid 2-thiophen-3-yl-ethyl ester (2 "); 
[448] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-thiophen-3-yl-ethyl ester (3"); - . % 

[449] • 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 3-thiophen-2-yl-propyl estfer (4"); 
[450] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyriim 

acid 2-(4-fluoro-phenyl)-ethyl ester (5"); 
[45 1] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 3-thiophen-3-yl-propyl ester (6"); 
[452] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2-bromo-thiophen-3-yl)-l -methyl-ethyl ester (7 ,f ); 
[453] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid benzyl ester (8"); 

[454] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2-methoxy-phenyl)-ethyl ester (9"); 
[455] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2-bromo-thiophen-3-yl)-ethyl ester (10"); 
[456] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5-car 

acid 2-(2-ethoxy-phenyl)-ethyl ester (11 "); * 
[457] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-teti^ydrp-pyrimidine-5-carboxylic 

acid 2-(4-dimethylamino-phenyl)-ethyl ester (12"); 
[458] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-teti^ydro-pyrimidine-5-carboxylic 

acid 3-(2-fluoro-thiophen-3-yl)-propyl ester (13"); 
[459] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carbQxylic 

acid 3-phenyl-propyl ester ( 14"); 
[460] 4-( 1 -hydroxy-ethy l)-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxy lie 

acid 3-thiophen-3-yl-propyl estpr (15"); 
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[46 1 ] 4-hydroxy methy l-6-methyl-2-thioxo- 1 ,2,3,4-tetrahy dro-pyrimidine-5 -carboxylic 

acid 2-(2-thiophen-3-yl-ethoxy)-ethyl ester (16"); \ 
[462] 4-hydroxymethyl-6-methyl-2-thioxo- 1,2,3^ 

acid 3-(3-methyl-thiophen-2-yl)-propyl ester (17 M ); 
[463] 4-hydroxymethyl-6-methy 1-2-thioxo- 1 ,23,4-tetrahydro-ipyrimidine-5-carboxylic 

. acid 5-phenyl-pentyl ester (18"); 
[464] 4-hydroxymethyl-6-methy 1-2-thioxo- 1,2,3,4 : ^ 

acid 3-(5-ethyl-furan-2-yl)-prppyl ester ( /. 

[465] . 

^-ethylcai*amoyloxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carbo 

xylic acid 3-thiophen-2-yl-propyl ester (20"); 
[466] 4^cetoxymethyi-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrirnidine-5-carboxylic 

aCid 2-thiophen-3-yl-ethyl ester (2 1 "); 
[467] 4^etoxymethyl-6-methyl-2-thioxo-l^ 

acid 3-thiophen-3-yl-propyl ester (22"); 
[468] 4-acetoxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxy lie 

acid 3-thiophen-2-yl-propyl ester (23"); 
[469] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4- tetrahydro-pyrimidine-5-carboxylic 

acid 3-naphthalen-l-yl-propyl ester (24"); 
[470] 4-hydroxymethy l-6-methyl-2-thioxo- 1 ,2,3,4- tetrahydro-pyrimidine-5-carboxy lie 

acid 4-thiophen-3-yl-butyl ester (25"); 
[47 1] 4-acetoxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 4-thiophen-3-yl-butyl ester (26"); 
[472] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-benzyloxy-phenyl)-ethyl ester (27"); 
[473] 4-hydroxymethyl-6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5 

acid biphenyl-4-ylmethyl ester (28"); 
$ [474] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrinaidine-5 : carboxylic 

acid 3-methylsulfknyl-propyl ester (29"); 

[475J • 

6-methyl-4-(2-methyl-propane-2-sulfonylmeth^ 

ne-5 -carboxylic acid 2-(2-ethoxy-phenyl)-ethyl ester (30"); 
[476] 4-hydroxy methyl-6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5-c^ 

acid 2-(3-chloro-phenyl)-ethyl ester (3 1 "); 
[477] 4-hydroxy methyl-6-methy 1-2-thioxo- 1,2,3,4-tet^ 
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acid 2-(3-nitro-phehyl)-ethyl ester .(32"); 
(478] 4-hydroxyn)ethyl-6-niethyl-2-&^^ 

* acid 3-trifluoromethylsulfenyl-benzyl ester (33"); " 
[479] 4-hydroxymethyl-6-methyi-2-thioxo- 1 ,23,4-tetrahydr6-pyrimidine-5-carboxylic 

acid 3,5-dichloro-benzyl ester (34"); 
[480] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-chloro-phenyl)-ethyl ester (35"); 
J48 1 ] 4rhydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahycfr6-pyriim . 

acid 2-cyclopentyl-ethyl ester (36"); 
{482] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic . 

acid 2-(3,5-dimethyl-phenyl)-ethyl ester (37"); 
[483] 4-hy<froxymethyl-6-methyl-2-thioxo^ 

acid 2-(3-trffluoromethyl-phenyl)-ethyl ester (38"); 
[484] 4-hydroxymethyl-6-methyl-2-th^ 

acid 2-(2,6-difluoro-phenyl)-ethyl ester (39"); 
[485] 4-hydroxymethyl-6-methyl-2-thioxo-U 

acid 3-phenyl-prop-2-inyl ester (40"); 
[486] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2-chloro-phenyl)-ethyl ester (41"); 
[487] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3,4-dichloro-phenyl)-ethyl ester (42"); 
[488] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2,4-dichloro-phenyl)-ethyl ester (43"); 
[489] 4-acetoxymethyl-6-methy 1-2-thioxo- 1 ,2,3,4- tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3-chloro-phenyl)-ethyl ester (44"); 
[490] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidine-5 

acid 2-(4-methylsulfenyl-phenyl)-ethyl ester (45"); 
[491] 4-hydroxymethyl-6-methyl-2-thioxo-^^ 
" '■' acid 3-phenoxy-benzyl ester (46"); 

[492] 4-hydroxyniethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 5-chloro-2-nitro-benzyl ester (47"); 
[493] 4-hydroxymethyl-6-methy 1-2-thioxo- l,2,3»4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-chloro-4-fluoro-benzyl ester (48"); 

[494] 

4-ethoxycarbonyloxymethyl-6-methyl-2-W 
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xylic acid 2-(3rchloro-phenyl)-ethyl ester (49"); 
[495] : " \* : 

4-mefhanesulfonyloxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahyaro-pyriniidine-5-carb 

oxylic acid 3,5-dichloro-benzyl ester (50"); 
[496] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2 5 3,4-tetrahydro-pyrimidine-5-carboxyiic 

acid 3-trifluoromethyl-benzyl ester (51"); 
[497] 44iydroxymethyl-6-methyl-2-thioxo-U^ 

aci4 l-(4-chloro-phenyl)-cyclopropylmethyl ester (52"); 
[498] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2,4,6-trifluoro-phenyl)-ethyl ester (53"); 
[499] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxy lie 

apid 2-(5 r chloro-2-nitro-phenyl)-ethyl ester (54"); • 
[500] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyri 

acid 2-(3-fluoro-4-methyl-phenyl)-ethyl ester (55"); 
[501] 4-hydroxymethyl-6-methyl-2-th^ 

acid 2-(5-chloro-2-methoxy-phenyl)-ethyl ester (56"); 
[502] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3,5-difluoro-phenyl)-ethyl ester (57"); 
[503] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyrinud 

acid 2-(2-chloro-4-fluoro-phenyl)-ethyl ester (58"); 
[504] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(2-chloro-6-fluoro-phenyl)-ethyl ester (59"); 
[505] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-ethoxy-phenyl)-ethyl ester (60"); 
[506] 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-tetrahydro-pyrimidin^ 

acid 1 -(2,4-dichloro-pheny l)-cyclopropylmethyl ester (61"); 
[507] 4-hydroxymethyl-6-methyl-2-th^ 

acid S-phenethyl ester (62"); 
[508] - 4-hydroxymethyl-6-methyl-2-thioxo- 1,23,4^ 

acid 2-p-tolyl-ethyl ester (63"); 
[509] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-m-tolyl-ethyl ester (64"); 
[510] 4-hydroxymethyl-6-methyl-2-thio^^ 

acid 2-(5-ethyl-fiiran-2-yl)-ethyl ester (65"); 
[511] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 
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acid 2-(4-fluoro^3-methyl-phenyl)-ethyl ester (66"); 
[512] 4-hydroxymethyl-6-methyl-2-thioxo-l ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-chloro-3-trifluoromethyl-phenyl)-ethyl ester (67"); 
[513] ' 4-hydroxymethyl-6-methyl-2-thioxo-l,23,4-ie^ 

acid 2-(3,4-difluoro-phenyl)-ethyl ester (68"); 
[5 14] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-'methoxy-3-methyl-phenyl)-e.thyl ester (69"); 
[515] . 4-hydroxy«iethyl-6-methyl-2-thioxo-l,2,3,4-tetr^ 

acid 4-(benz(^hiazol-2-ylsulfenyl)-butyl ester (70"); 
[5 16] 4-hydroxymethyl-6-methyl-2-thioxo- 1.23,4rtetrahydro-pyrimiaine-5-carboxylic 

acid 3,5-difluoro-benzyl ester (7 1"); 
[517] 4-hydroxyxpethyl-6^ethyl-2 T thioxo- 1 ,23,4-ted^hydro-pyrimidine-5-carboxylic 

* acid 2-(4-ethyl-3-fluoro-phenyl)-ethyl.ester (72"); 
[518] 

4-(2-anino-propionyloxy methyl)-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-c 

arboxylic acid 2-(3-trifluoromethyl-phenyl)-ethyl ester (73"); 
[519] 4-hydroxymethyl-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3-chloro-4-methyl-phenyl)-ethyl ester (74"); 
[520] 4-hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3-trifluoromethoxy-phenyl)-ethyl ester (75"); 

[521] 

4-(2-benzoyloxy-ethoxycarbonylo^ 

imidine-5-carboxylic acid 2-(3-chloro-phenyl)-ethyl ester (76"); 
[522] 4-(2,2-dimethyl-[ 1 ,3] dioxolan- 

4-ylmethoxycarbonyloxymethyl)-6-methyl-2-^ 

arboxylic acid 2-(3-nitro-phenyl)-ethyl ester (77"); 
[523] 6-methyl-4-(5-methyl-2-oxo-[l,3] dioxol- 

4-ylmethoxycarbonyloxymethyl)-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3-chloro-phenyl)-ethyl ester (78")f 

[524] 

4-(2^etylsulfanyl-ethoxycaA^ 

yrimidine-5-carboxylic acid 2-(3-nitro-phenyl)-ethyl ester (79"); 

[525] 

4-(2-methbxycarbonylamino-ethoxycarbonyloxymethyl)-6-meA 
rahydro-pyrimidine-5-carboxylic acid 2-(3-chloro-phenyl)-ethyl ester (80"); 
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[526] 4- [3-(2-acetoxy-phenyi)-propionyloxy methyl] - . 

6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic acid 
^ . ^-(3-nitrp-phenyl)-ethyl ester (81"); 

{527] • : * - 

4-(2-meth6xyc^bonyl-2-methyl-propoxycarbonyloxymethyl)-6-m 1 ,2,3 

. ,4-tetrahydro-pyrimidine-5-carboxytic acid 2-(3-chloro-phenyl)-ethyl ester (82 M ); 

[528] 

4-ethoxyc^bonylmethpxycarbonyloxymethyl-6-methyl-2-^ 1 ,2,3,4-tetrahydro-py 
. *rimidine-5-carboxylic acid 2-(3-nitro-phenyl)-ethyl ester (83"); 
[529]. % 

4-(2-methanesulfonyl-ethoxycaibonyloxymethyl)-6-methyl-2-thioxo-l 
o-pyrimidine-5-carboxylic acid 2-(3-chloro-phenyl)-ethyl ester (84"); 

[530] 

4-(2-acetylamino-ethylcarbamoyloxy methyl)-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyr 
imidine-5-carboxylic acid 2-(3-nitro-phenyl)-ethyl ester (85"); 

[531] 

4-(2-dimethyfanino-ethylcarb£moyloxymethyl)-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro- 
pyrimidine-5-carboxylic acid 2-(3-chloro-phenyl)-ethyl ester trifluoroacetale (86"); 

[532] 

4-(2^etoxy-ethylCTbamoyloxymethyl)-6-meto^ 
dine-5-carboxylic acid 2-(3-nitro-phenyl)-ethyl ester (87"); 
[533] 6-methyl-4-(2-oxo-[l,3] dioxolan- 

4-ylmethoxycarbonyloxymethyl)-2-thioxo- 1 ,2,3,4-tetrahydro-pyriniidine-5-carboxylic 
acid 2-(3-chloro-phenyl)-ethyl ester (88"); 

[534] 

4-benzoy loxymethyl-6-methy 1-2-thioxo- 1, 2,3, 4-tefr^ 

acid 2-(3-nitro-phenyl)-ethyl ester (89 M ); 
[535] terephthalic acid mono- { 6-methyl-5-[2-(3-nitro-phenyl)-ethoxycarbonyl]-2-th ioxo- 

l,2,3,4-tetrahydro-pyrimidih-4-ylmethyl} ester (90 ,? ); 
[536] 4-Hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(4-diethyhnino-3-nitro-phenyl)-ethyl ester (91"); 
[537] 4-Hydroxymethyl-6-methy 1-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxy lie 

acid 2-[4-(ethyl-propyl-amino)-3-nitro-phenyl]-ethyl ester (92"); 
[538] 4-Hydroxymethyl-6-methyl-2-thioxo-l,2,3,4-tetrahydro-pyrimidine-5 

acid 2-(4-dipropybniino-3-nitro-phenyl)-ethyl ester (93"); 
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{539] 4-Hydroxymethyl-6-meUiyi-2-thioxo- 

acid 2r[4-(cyclopfopyl-ethyl-^ (94"); 
[540] 4-Hydroxymethyl-6-methyl-2-thioxo- 1,2,3,4^ 

acid 2-[4-(cyclopropyl-propyl-aiiino)-3-nitro-phenyl]-ethyl ester (95"); 
[541] 4-Hydroxymethyl-6-methyl-2-thto^^ 

acid 2-[4-(dlyl-methyl-£^no)-3-nitrp-pHenyl]-ethyl ester (96"); 
[542] . 4-Hydroxymethyl-6-methyl-2-thioxo- 1 ,23,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-[4-(allyl-ethyl-amno)-3-nitro-phenyl]-ethyl ester (97"); 
[543] 4-Hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3 ,4-tefa^ydro-pyrimidine-5-carbbxylic 

acid 244-(cyclopropylmethyl-methyl-atnino)-3-nitro-phen ester (98"); 

[544] 4-Hydroxymethyl-6Tiriethyl-2-thi6xo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 2-(3-nitro-4-pyrrolidin-l-yl-phenyl)-ethyl ester (99"); 
[545] 4-Hydroxymethyl-6-methyl-2-thioxo-l,2,3,4-te^ 

acid 2-(3-nitro-4-piperidin-l-yl-phenyl)-ethyl ester (100"); and 
[546] 4-Hydroxymethyl-6-methyl-2-thioxo- 1 ,2,3,4-tetrahydro-pyrimidine-5-carboxylic 

acid 244-(2,5-dihydro-pyrrol-l-yl)-3-nitro-phenyl]-ethyl ester (101"). 

[547] 

[548] Also, the compound of formula (1) according to the present invention can form a 

pharmaceutically acceptable salt. Such salt includes a non-toxic acid addition salt 
containing pharmaceutically acceptable anion, for exanple a salt with inorganic acids 
such as hydrochloric acid, sulfuric acid, nitric acid, phosphoric acid, hydrobromic acid, 
hydriodic acid, etc., a salt with organic carboxylic acids such as tartaric acid, formic 
acid, citric acid, acetic acid, trichloroacetic acid, trifluoroacetic acid, gluconic acid, 
benzoic acid, lactic acid, fumaric acid, maleic acid, etc., or a salt with sulfonic acids 
such as methanesulfonic acid, benzenesulfonic acid, p-toluenesulfonic acid, naphthale 
nesulfonic acid, etc. 

[549] 

[550] Since the compound of formula (1) according to the present invention may have an 

2 3 

asymmetric carbon atom when R arid R are different from each other, they can be 
present in the form of R or S enantiomer, or mixtures thereof including racemate. 
Thus, the present invention also includes all of these stereoisomers and their mixtures. 

[551] 

[552] Further, the compound of formula (1) of the present invention may exist in a 

tautomer form as represented by the following formula (la): 
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SH (la) • . 

[553] When the R* gpd R 3 jgroiy)s at 4-position of the tetrahydropyrimidine ring have 

different substituents from each other, the compound of formyla (1) can have an m 
asymmetric center, and so can exist as R or S isomer, raceirale, mixtures of di- 
astereomers, or the respective diastereomer. Thus, dll these isomers are covered by the 
scope of .the present invention. 

[554] 

[555] By referring to known methods in Singh. H et al., Tetrahedron 1999, 55, 

12873-12880; Kappe CO, et al, Acc. Chem. Res . 2000, 33, 879; J. Comb. Chem. 2001, 
3 9 624, the new compound of formula (1) provided by the present invention can be 
prepared by a process characterized in that 

[556] (a) an oxazinane of the following formula (2): 

(2) 

[557] in which R 2 and R 3 are defined as previously described, an acetoacetale of the 

following formula (3): 

[558] in which X, r\ and R 4 are defined as previously described, and a thiourea of the 
following formula (4a): 

X 

[559] are reacted, or 

[560] (b) a carbonyl compound of the following formula (5): 



[561] in which R 2 and R J are defined as previously described, the acetoacetale of formula 



(5) 

»2 « „3 
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. . W * . .... 

<3), and an isothiourea hydrochloride of the folio wine formula (4b): 

s- R ' " • 

tyc*S»v» (4b) 

[562] in which R 7 is aralkyl or aUtoxycarbonyl, egph of which is unsubstituted or 
substituted by alkoxy, are reacted. Therefore, it is another object of the present 
invention to provide such a process. - ** - 

[563] " \ v «• 

[564] * ' The compound of formula (1) prepared According to the process o£ the present 
«... - ^ 

invention may be converted to its salt form through conventional methods, and also 

may be separated or purified by such conventional workup processes as chro- 
matography, recrystallization, etc. 

[565] 

[566] Further, as stated above, the compound of formula (1) of the present invention is 

effective for treating or preventing hepatitis C, and so it is another object of the present 
invention to provide a composition for the treatment or prevention of hepatitis C, 
comprising as an active ingredient the compound of formula (1), or its pharma- 
ceutically acceptable salt, hydrate, solvate, or isomer including tautomer, together with 
pharmaceutically acceptable carrier. 

[567] 

[568] The present invention also provides a use of the compound of formula (1) for the 

treatment or prevention of hepatitis C, and a method for the treatment or prevention of 
hepatitis C by administering the compound of formula (1) to a patient suffering from 
hepatitis C. 

[569] 

[570] Below, in determining the effect of the compound of formula (1) for the treatment 

or prevention of hepatitis C, experimental theories and specific protocols will be 
explained. 

[571] 

[572] HCV is a virus having 9.4 kb positive RNA as a genome, from which one 

polyprotein is produced. This polyprotein is subjected to processing to give proteins of 
core, envelope!, envelope^ NS2, NS3, NS4A, NS4B, NS5A, and NS5B. The major 
factors in the RNA genome are the internal ribosome binding site (IRES) including 
5*UTR (UnTranslated Region), and 3'UTR. The major targets of most antiviral agents 



WO 2004/111013 37 PCT/KR2004/001370 

for these proteins and RNA include IRES, NS3 coding protease and RN A helicase, 
NS5B coding RNA-dependent RNA polymerase, etc. 

[573] 

[574] In order to screen and evaliBte the anti-HCV therapeutic agents in enzyme level, 

full-length, truncated, or tethered three enzymes obtained by overexpressing and 
purifying NS3, a protease of HCV, in bacteria using the bacterial expression vector are 
used. This process may be briefly explained as follows. 

[575].. ' • 

[576] A drug is serially diluted and m[xed with each enzyme having a constant con- 

centration. Then, a certain amount of a polypeptide consisting of 20 amino acids which 
is formed by tagging Fan at the N-terminal and Tarnra at the C-terminal of a substrate 
having a part of HCV protease target sequence is added and the resulting mixture is 
reacted. The substrate is decomposed to develop fluorescence when a drug does not 
exist, but the drug inhibits the decomposition to reduce the fluorescence. This pattern 
is directly proportional to the initial velocity Vo of the enzyme, and so the flu- 
orescence measured is considered as the Vo value. According to this method, Vo 
values are measured for each concentration of the drug. The % value of each Vo on the 
basis of control containing no drug is calculated, and the concentration when the % 
value is 50 is determined to be IC50. 

[577] 

[578] In order to screen and evaluate the anti-HCV therapeutic agents in cell level, the 

following experiments are carried out using a replicon cell line, Rep5.1 [Lohmann, et 
aL, Replication of subgenomic hepatitis C virus RNAs in a hepatoma cell line. Science 
285:110-113(1999)]. 

[579] 

[580] Rep5. 1 cells, the replicon cell line, are cultured in DMEM-10 containing 500 fig I 

mi of G418. The RepS.l cells in log phase are suspended by trypsin treatment, and 
5000 cells are distributed to each well of a 96-well plate. After 4 hours when the cells 
are attached to the plate, the serially diluted drug is added to each well. After 48 hours, 
a part of the treated cells are observed by microscope, and MTT assay is carried out to 
evaluate the drug toxicity. The cytotoxicity is estimated in percentage based on the 
control containing no drug. After 72 hours, the remaining cells are fixed by methanol/ 
acetone (50/50, v/v), and the decrease of HCV proteins is measured by using HCV 
antibody. The extent of decrease is estimated in percentage based on the control 
containing no drug, and the concentration of drug at which 50% of proteins is 
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decreased is determined to be IC50. The compounds showing activity via this 
procedure are validated by Western blotting. In order to find out whether the decrease 
of HCV protein is related to the decrease of replicon RNA, RepS.l cell is treated with 
some selected drugs for 72 hours, RNA is purified, dot blotted, and hybridized with 
isotope labelled nucleic acid to determine the amounts of actin mRNA and replicon 
RNA, and finally the amount of RNA is compared. . 

[581] 

[582] When the compound of the present invention, of which therapeutic and preventive 

effect for hepatitis C is confirmed according to the above procedure, is used for 
clinical purpose, a preferable anount to be administered ranges from 1 to 1000 mg per 
kg of body weight a day. The total daily dosage may be administered once or over 
several times. However, a specific administration dosage for an individual patient can 
be varied depending on specific compound used, body weight, sex or hygienic 
condition of the patient, diet, time or method of administration, excretion rate, mixing 
ratio of agent, severity of disease to be treated, etc. 

[583] 

[584] The compound of the present invention may be administered via any pathways, but 

is preferable in the form of injection or oral preparation. 

[585] 

[586] A preparation for injection, for example, sterilized aqueous or oily suspension for 

injection, can be prepared according to a known procedure using suitable dispersing 
agent, wetting agent, or suspending agent. Solvents which can be used for the 
preparation for injection include water, Ringer's fluid, and isotonic NaCl solution, and 
also sterilized fixing oil may be conveniently used as the solvent or suspending media. 
Any non-stimulative fixing oil including mono-, di-glyceride may be used for this 
purpose. Fatty acid such as oleic acid may also be used such preparation for injection. 

[587] 

[588] As the solid preparation for oral administration, there are capsules, tablets, pills, 

powders and granules, etc., and capsules and tablets are particularly useful. It is also 
desirable for tablets and pills to be formulated into enteric-coated preparation. The 
form of solid preparation may be prepared by mixing the active compound of formula 
(1) of the present invention with at least one carrier selected from a group consisting of 
inactive diluents such as sucrose, lactose, starch, etc., lubricants such as magnesium 
stearate, disintegrating agent, and binding agent. 

[589] 
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[590] When the compound of the present invention is clinically applied for obtaining the 

desired therapeutic and preventive effect for hepatitis C, the active compound of 
formuh (1) can be administered alone or in combination with immunomodulators such 
• as a -interferon, p -interferon, or y -interferon; antiviral agents such as ribavirin or 
afantaiine; inhibitors against hepatitis C protease; inhibitQrs against helicase, 
polymerase, metaloprotease, or other targets in the life cycle of hepatitis C virus 
including inflow of the internal ribosome; or their mixtures. 
[591] . . . : 

[592] The abovg processes according to the present invention will be more specifically 

explained in the following exanples. However, it should be understood that these 
examples are not in any manner intended to limit the scope of the present invention. 

[593] 

[594] EXAMPLES 
[595] 

[596] Example 1 

[597] Synthesis of 6-methyl-2-thioxo-l,2^,4-tetrahydro-pyrimidine-5-carboxylic 

acid benzyl ester (6) 

[598] Benzyl acetoacetate (1.92 g, 10 mmol), thiourea (0.98 g, 13 mmol), and oxazinane 

(1.22 g, 14 mmol) were introduced to a round bottomed flask, and anhydrous ace- 
tonitrile (30 mi ) was added thereto. To this solution was added trifluoroacetic acid 
(1.54 m£ , 20 mmol), which v^s then stirred at reflux for 6 hours. After completion of 
the reaction, acetonitrile was distilled under reduced pressure. To the filtrate were 
aided water (30 mi ) and ethyl acetate (50 mi ), and then the organic layer was 
separated, dried, and purified by column chromatography (n-hexne:ethyl acetate = 3:1) 
to give the title compound (2.09 g) in the yield of 80%. When the purity of the title 
compound is low, it was further purified by preparative HPLC. 

[599] 

[600] . 1 H NMR(CDC1 3 ): 5 7.49(s, IH), 7.40-7.33(m, 5H), 6.82(s, IH), 5.18(s, 2H), 

4.18(s,2H),2.30(s,3H) 
[601] MS(M+1):263 
[602] 

[603] Example 2 

[604] Synthesis of 6-methyl-2-thioxo-l,2^,4-tetrahydro-pyrimidine-5.carboxylic 

acid 4-nitro-benzyl ester (7) 

[605] 4-Nitrobenzyl alcohol (1.53 g, 10 mmol) was introduced into a round bottomed 
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flask, and dichloromethane (10 vd ) was added thereto. Afier the solution was cooled 
using an ice bath, diketene (1.26 g, 1*5 mmol) was slowly added, and triethyfemine 
(0. 14 m£ , 1 mmol) was added. This solution was wanned to room temperature, stirred 
for 3 hours, and water* (10 mi ) was added. The organic layer was dried over MgSO 

4 

afid distilled under reduced pressure to give 4-nitrobenzyl acetoacetate (2.30 g, 
Yield=97%). The resulting 4-nitrobenzyl acetoacetate was reacted according to the 
same procedure as%xanple 1 to give the title compound in the yield of 68% (2.09 g). 

[606] 1 H NMR(CDC1 ): 5 8.25(d, 2H), 7.53(s, IH), 7.5 l(d, 2H), 6.57(s, IH), 5.27(s, 

2H),4.21(s,2H),2.54(s,.3H) 

[607] MS(M+1): 308 

[608] 

[609] Example 3 

[610] Synthesis of e-methyl-l-thioxo-ljl^^-tetrahydro-pyrimidine-S-carboxylic 
acid 4-methoxy-benzyl ester (8) 

[611] 4-Methoxy benzyl alcohol was reacted according to the same procedure as Exanple 

2 to give the title compound in the yield of 70% (2.04 g). 
[612] 1 H NMR(CDC1 ): 6 7.47(s, IH), 7.29(d, 2H), 6.90(d, 2H), 6.80(s, IH), 5.10(s, 

2H), 4.14(s, 2H), 3.81(s, 3H), 2.28(s, 3H) 
[613] MS(M+1): 293 

[614] 

[615] Alcohols and diketenes were reacted according to the sane procedure as Exanple 

2, and the resulting acetoacetates were reacted with thioureas, and alkylated or fiinc- 
tionalized oxazinanes according to the sane procedure as Exanple 1 to give the 
following compounds. 

[616] 

[617] Hrst, preparations of alkylated or fiinctionalized oxazinanes are described below. 

[618] 

[619] Preparation 1 

[620] Synthesis of N,Q-dimethylfluoroacetamide 

[621] Sodium salt of fluoroacetic acid (10.0 g, 100 mmol) was mixed with 

dichloromethane (100 mi ). N,0-dimethylhydroxylanine hydrochloride (1 1.7 g, 120 
mmol), EDC (23.0 g, 120 mmol), diisopropylethylamine (34.8 mi , 200 mmol), and 
dimethykminopyridine (1.22 g, 10.0 mmol) were added in the order thereto, and the 
mixture was stirred at room temperature for 12 hours. After completion of the reaction, 
the reaction solution was pouretf to saturated anmonium chloride solution (100 mi ), 
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and the organic layer was separated by separatory funnel. The remaining aqueous layer 
was extracted with dichloromethane (100 nvC). The organic, layers were combined, 

dried over MgSO , concentrated under reduced pfessure, and purified by silica gel 

4 - 
column chromatography (hexane/EtOAc=l/l, v/y) to give the title compound (10.9 g, 

Yield90.0%) ? 

[622]- ** -H-NMR- (400 MHz, CDCl ): 8 5. 14 (s, IH), 5.02 (s, IH), 3.70 (s, 3H), 3.22 (s, 

3H) . ' v 
[623] ' \ - - 

[624] Preparation 2 

[625] Synthesis . of 2-fluoromethyl-[l,3]-oxazinane 

[626] The compound prepared in Preparation 1 (2.85 g, 23.5 mmol) was dissolved in 

THF (50 mi ) and cooled to -78 °C . DIBAL (1.0 M hexane solution, 35.3 mi , 35.3 
mmol) was slowly added thereto, and the mixture was stirred for 1 hour at -78 °C . The 
reaction solution was warmed to 0 °C , IN aqueous hydrochloric acid solution (10 mi ) 
was slowly added thereto, and the mixture was stirred for 30 minutes. To this solution 
were added 3-amino-l-propanol (3.60 mi , 47.1 mmol) and benzene (50 mi ), and the 
mixture was then heated at reflux. After 10 hours when the reaction was completed, 
the reaction solution was poured to saturated sodium hydrogen carbonate solution (100 
mi ), and the organic layer was separated by separatory funnel. The remaining aqueous 
layer was extracted with diethylether (50 mi D 5). The organic layers were combined, 
dried over MgSO , concentrated under reduced pressure, and purified by silica gel 

4 

column chromatography (hexane/Et 0=1/2, v/v) to give the title compound (935 mg, 
Yield 33.3 %). 

[627] 1 H-NMR (400 MHz, CDCl ): 5 4.48-4.40 (m, IH), 4.38-4.28 (m, 2H), 4.21- 4. 13 

(m, IH), 3.86-3.76 (m ,1H), 3.27-3.18 (m, IH), 2.97 (t, IH), 1.87-1.71 (m, IH), 1.70 
(brs, IH), 1.39 (d, IH) 

[628] 

[629] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid benzoHJl 

dioxol-5-vl methvl ester (9"i ' 

[630] ' H NMR(CDC1 ): 5 7.20(s, IH), 6.83-6.78(m, 3H), 6.52(s, IH), 5.97(s, 2H), 

5.09(s, 2H), 4.16(s, 2H), 2.29(s, 3H) 

[631] MS(M+1): 307 

[632] 

[633] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrah vdro-pvrimidine-5-carbox vlic acid naphthalen- 

1-ylmethvl ester (10) 
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[634] ' H NMR(CDC1 ): 5 8.00-7.45(m, 7H), 7.22(3, 1H), 6.5 l(s, 1H), 5.68(s, 2H), 

4.14(s,2H),2.26(s,3H) 
[635] . . MS(M+1): 313 • 
[636] 

[637] . 6-Methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-Dvrimidine-5-carb6xvUc acid 
4-methoxvcarhonvl-benzvI ester LLP £ 

[638] 1 H NMR(CDC1 ): 5 8.07(d, 2H), 7.97(s, 1H), 7.45(d, 2H), 5,30(s, 2H), 3.93(s, 

3H),3.86(s,2H),2.51(s,3H) 

[639] MS(M+1): 321 

[640] 

[641] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid furan- 

2- vlmethvl ester (12) 

[642] ' H NMR(CDC1 ): 5 7.42(s, 1H), 7.28(s, 1H), 6.61(s, 1H), 6.41-6.36(m, 2H), 

4.14(s,2H), 2.28(s, 3H) 
[643] MS(M+1):253 
[644] 

[645] 6-Methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- pvridin-4-yl-propvl ester (13~) 

[646] ' H NMR(DMSO-d ): 5 8.74(d, 2H), 7.83(d, 2H), 4.20(t, 2H), 3.87(s, 2H), 2.90(t, 

2H), 2.48(s, 3H), 2.02(m, 2H) 
[647] MS(M+1): 291 

[648] 

[649] 6-Methyl-2-thioxo-1.2.3.4-tetrahydro-pyrirnidine-5-carboxvlic acid 

3-phenvl-propvl ester (U^ 
[650] 1 H NMR(CDC1 ): 5 7.50(s, 1H), 7.32-7. 17(m, 5H), 6.80(s, 1H), 4.17(t, 2H), 

4.08(s, 2H), 2.70(t, 2H), 2.29(s, 3H), 2.00(m, 2H) 
[651] MS(M+1): 307 

[652] • • 

[653] 6-Methv1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-benzvloxv-ethvl ester (15) 
[654] ' H NMR(CDC1 ): 5 7.38(s, 1H), 7.37-7.30(m, 5H), 6.82(s, 1H), 4.56(s, 2H), 

4.32(t, 2H), 4. 15(s, 2H), 3.70(t, 2H), 2.28(s, 3H) 
[655] MS(M+1): 292 

[656] 

[657] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirriidine-5-carboxvlic acid allvl ester (16) 
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[658] . . 1 H NMR(DMSO-d_): 8 10.15(s, 1H), 9.14(s, 1H), 6.13-6.04(m, 1H), 5.45-5.34(m, 

2H), 4.72(d, 2H), 4.07(s, 2H), 2.34(s, 3H) 
-[659] MS(M+1):213 

[660] • . * 

[661] 6-Naphthalen- l-vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic acid 

benzyl ester (17) - 

[662] 1 H NMR(DMSO-d ): 8 10.30(s. 1H), 9.16(s, 1H), 7.95-7.91(m, 2H), 7.78(d, 1H), 

7.55-7.35(m, 5H), 7.18-7.10(m, 4H), 6.64(d, 2H), 4.79(s, 2H) 
[663] MS(M+1):375 
[664] 

[665] 6-Benzvl-2-th ioxo-1.2.3.4-tetrahvdro-r>vrimidine-5-carboxvlic acid benzyl ester 

[666] ' H NMR(DMSO-d ): 8 10.1 l(s, 1H), 9.02(s, 1H), 7.35-7.27(m, 10H), 5. 12(s, 2H), 

4.03(s, 2H), 3.99(d, 2H) 
[667] MS(M+1): 339 

[668] 

[669] 6-Phenethvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid benzyl ester 

[670] ' H NMR(DMSO-d ): 8 10.00(s, 1H), 8.79(s, 1H), 7.18-7.14(m, 5H), 7.06-6.93(m, 

5H), 4.94(s, 2H), 3.74(s, 2H), 2.66-2.62(m, 2H), 2.53-2.48(m, 2H) 
[671] MS(M+1): 353 
[672] 

[673] 6-Methvl-2-thioxo- 1 ^.S^-tetrahvdro-pvrimidine-S-carboxvlic acid biphenyl- 

4-vlmethvl ester (22^ 

[674] 1 H NMR(CDC1 ): 8 7.61-7.37(m, 9H), 7.27(s, 1H), 6.62(s, 1H), 5.22(s, 2H), 

4.20(s, 2H), 2.3 l(s, 3H) 
[675] MS(M+1): 339 
[676] 

[677] 6-Methvr-2-thioxo-1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

fRVl-phenvl-ethvl ester (23) 
[678] 1 H NMR(CDC1 ): 8 7.48(s, 1H), 7.38-7.27(m, 5H), 6.83(s, 1H), 5.95(q, 2H), 

4. 19(s, 2H), 2.29(s, 3H), 1.60(d, 3H) 
[679] MS(M+1): 277 

[680] 

[681] 6-Methvl-2-th ioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxyUc acid 



WO 2004/111013 



44 



PCT/KR2004/001370 



2-f4-methvl-thiazo1-5-vn-ethvl ester (24) 
[682] 1 H NMR(DMSO-d ): 6 8.61(s, 1H), 6.63(s, 1H), 4.34(t, 2H), 4.14(s, 2H), 3.15(t, 

. . 2H), 2.42(s, 3H), 2.26(s, 1H) •- 
[6.83] . MS(M+1): 298 

[684] ■ ■ v ■ 

[685] 6-Propvl-2-thioxo-1.2.3.4^etrahvdro-pvrimidine-5-carboxvlic acid benzvl ester 

(25) . o - 
[686]: 1 H NMR(DMSO-d^): 5 9:97(s,lH), 8.95(s, 1H), 7.39-7.32(m, 5H), 5.10(s, 2H), 

3.90(s,SH), 2.55(t, 2H), l,47-1.41(m, 2H), 0.81(t, 3H) 
[687] MS(M+1):291 
[688] 

[689] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

rR.St-1 -phenvl-ethvl ester (261 
[690] 1 H NMR(CDC1 3 ): 6 7.48(s, 1H), 7.38-7.27(m, 5H), 6.83(s, 1H), 5.95(q, 2H), 

4.19(s, 2H), 2.29(s, 3H), 1.60(d, 3H) 
[691] MS(M+1): 277 
[692] 

[693] 6-Methvl-2-thioxo- 1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

1 -methvl-1 -phenvl-ethvl ester (27) 
[694] 1 H NMR(CDC1 ): 8 7.45(s, 1H), 7.35-7.27(m, 5H), 6.60(s, 1H), 4.21(s, 2H), 

2.24(s, 3H), 1.80(s, 6H) 
[695] MS(M+1): 291 
[696] 

[697] 6-Meth vl-2- thioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid cyclo- 

hexvlmethvl ester (29) 

[698] 1 H NMR(CDC1 ): 5 7.17(s, 1H), 6.54(s, 1H), 4.17(s, 2H), 3.39(d, 2H), 2.29(s, 3H), 

1.76-1.61(m, 6H), 1.31-0.94(m, 5H) 
[699] MS(M+1): 269 
[700] 

[701] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid hexvl ester 

[702] ' H NMR(CDC1 ): 8 7.39(s, 1H), 6.68(s, 1H), 4.18(s, 2H), 2.29(s, 3H), 1.67(m, 

2H), 1.30(m, 6H), 0.90(m, 3H) 
[703] MS(M+1): 257 

[704] 
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[70S] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro -pvrimidine-5-carboxvlic acid 8-phenvl-octvl 

[706] ' H NMR(CDC1 ): 5 7.36(s, 1H), 7.30-7. 17(m, 5H), 6.82(s, 1H), 4.14(s, 2H), 

4. I2(t, 2H), 2.62(t, 2H), 2.28(s, 3H), 1.65(m, 4H), 1.32(m, 8rl) 
[707] MS(M+1):361 

[708] - 

.[709] 6-Methv1-2-th ioxo-1.2.3.4-re.trahvdro-nvrimidine-5-carboxvUc acid nhenethvl ester 

. £34} ' . .. 

[7 10] ' H NMR(CDCy: 6 7.33-7.20(m, *5H), 6.57(s, 1H), 4.37(t, 2H), 4.09(s, 2H), . 

2.97(t, 2H), 2.21(s, 3H) 
[711] MS(M+1):277 
[712] 

[713] 6-Methvl-2-thioxo-1 ^^^-tetrahvdro-ovrimidine -S-carboxvUc acid 

1 -tnethvl-heptvl ester (351 
[714] ' H NMR(CDC1 ): 5 7.20(s, 1H), 6.57(s, 1H), 4.98(m, 1H), 4.15(s, 2H), 2.30(s, 

3H), 1.49-1.23(m, 13H), 0.90(t, 3H) 
[715] MS(M+1): 285 

[716] 

[717] 6-Methvl-2-t hioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

3-(3.4-dimethoxv-DhenvD-propvl ester (36) 
[718] ' H NMR(CDC1 ): 5 7.25(s, 1H), 6.81-6.72(m, 3H), 6.69(s, 1H), 4.17(t, 2H), 

4.13(s, 2H), 3.88(d, 6H), 2.66(t, 2H), 2.29(s, 3H), 1.98(t, 2H) 
[719] MS(M+1): 351 
[720] 

[721] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid c vclohexvl 

ester (37) 

[722] 1 H NMR(CDC1 ): 5 7.22(s, 1H), 6.59(s, 1H), 4.88(m, 1H), 4.14(s, 2H), 2.29(s, 

3H), 2.28-1.69(m, 4H), 1.45-1.29(m, 6H) 
[723] MS(M+1): 255 

[724] -* » 

[725] 6-Methvl-2-th ioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

1 -methyl- pentvl ester (39) 
[726] ' H NMR(CDCy: 5 7.25(s, 1H), 6.63(s, 1H), 4.96(m, 1H), 4.14(s, 2H), 2.29(s, 

3H), 1 .54- 1 .24(m, 9H), 0.90(t, 3H) 
[727] MS(M+1):257 
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[728] 

[729] 6-Methv1-2-thioxo-1 ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3.4-dimethoxv-benzvl ester (401 
[730] 1 H NMR(CDC1 ): 6 J.25(s, 1H), 6.94-6.84(m, 3H), 6.59(s, 1H), 5.1 l(s, 2H), 

. . -.: 4.11(s,2H),3.89(s,6H),2.29(s,3H) 
[731] MS(M+1): 323 

[732] V * ■ 

[733] 6-Methvl-2-thioxo-l ^^.^-tetrahvdro -nvrimidine-.S-carboxvlic acid 

2.4-dichloro-henzvl ester (41) ' 
[734] ' H NMR(CDC1 ): 8 7.44-7.32(m, 3H), 7.25(s, 1H), 5.24(s, 2H), 4.19(s, 2H), 

2.29(s,2H) 
[735] MS(M+1):332 
[736] 

[737] 6-Methv1-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

1 -methvl-3-Dhenvl-oroDvl ester (42) 
[738] 1 H NMR(CDC1 ): 5 7.39(s, 1H), 7.32-7. 16(m, 5H), 6.73(s, 1H), 5.04(m, 1H), 

4.14(q, 2H), 2.67(m, 2H), 2.30(s, 3H), 1.97-1.85(m, 2H),1.66(s, 3H) 
[739] MS(M+1): 305 

[740] . 

[741] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-chloro-benzvl ester (43~) 
[742] ' H NMR(CDC1 ): 8 7.36(d, 2H), 7.30(d, 2H), 6.50(s, 1H), 5.13(s, 2H), 4.17(s, 

2H), 2.29(s, 2H) 
[743] MS(M+1): 297 

[744] 

[745] 2-Thioxo-1.2.3.4-tetrahvd ro-pvrimidine-5-carboxvlic acid benzvl ester (44) 

[746] ' H NMR(DMSO-d ): 8 10.02 (s, 1H), 8.99 (s, 1H), 7.40-7.25 (m, 5H), 6.94 (d, 

1H), 5.13 (s, 2H), 3.95 (s, 2H) 
[747] MS(M+1): 249 

[748] 

[749] 6-Methv1-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

4-t-butvl-benzvl ester (45) 
[750] ' H NMR(DMSO-d ): 8 10.01 (s, 1H), 8.99 (s, 1H), 7.39 (d, 2H), 7.28 (d, 2H), 5.06 

(s, 2H), 3.90 (s, 2H), 2:19 (s, 3H), 1.27 (s, 9H) 
[751] MS(M+1): 319 
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[752] 

[753] 6-Methvl-2-thioxo-1 ^.^^-tetrahvdro-Dvrimidine-S-carboxvUc acid cyclo- 

propvlmethvl ester (46) 

[754] ' H NMR(CDG1 ): .5 7.15(s, 1H), 6.65(s, 1H), 4.18(s," 2H), 3.99(d, 2H), 2.30(s, 3H), 

1.53(m, 1H), 0.60(m, 2H), 0.30(m, 2H) 
'[755] MS(M+1):227 

[756] * - 

[757] 6.Methvl-2-thioxo-1 ■23.4-tetrahvdro-Dvrimidine- 5-carboxvlic acid 1 -ethvl-hexvl 

ester (47) 

[758] 1 H NMR(CDC1 ): 6 7.36(s, 1H), 6.73(s, 1H), 4:91(m, 1H), 4.15(s, 2H), 2.30(s, 

3H),1.66(m, 2H), 1.33(m, 6H), 0.90(m, 6H) 
[759] MS(M+1): 285 

[760] 

[761] 6-Methv1-2-thioxo-1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3- cvano-henzvl ester (481 

[762] 1 H NMR(CDC1 ): 6 7.64-7.57(m, 3H), 6.60(s, 1H), 5. 19(s, 2H), 4.19(s, 2H), 

2.30(s, 3H) 
[763] MS(M+1): 288 

[764] 

[765] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4- benzvloxv-henzvl ester (491 

[766] 1 H NMR(CDC1 ): 5 7.44-7.29(m, 7H), 7.22(s, 1H), 6.98(d, 2H), 6.55(s, 1H), 

5.1 l(s, 2H), 5.08(s, 2H), 4.15(s, 2H), 2.28(s, 3H) 
[767] MS(M+1): 369 

[768] 

[769] 6-Methvl-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-GU-boxvlic acid 

3-benzvloxv-benzvl ester (501 
[770] 1 H NMR(CDC1 ): 5 7.44-7.30(m, 6H),.7.27(s, 1H), 6.95(m, 3H), 6.72(s, 1H), 

5.14(s, 2H), 5.08(s, 2H), 4.14(s, 2H), 2.28(s, 3H) 
[771] MS(M+1): 369 

[772] 

[773] 6-Methvl-2-thioxo-1.23.4-tetrahvdro-pvrimidine- 5-carboxvUc acid 4-butvl-benzvl 

ester (511 

[774] 1 H NMR(DMSO-d ): 5 10.00 (s, 1H), 8.97 (s, 1H), 7.24 (d, 2H), 7.18 (d, 2H), 5.06 

(s, 2H), 3.90 (s, 2H), 2.56 (t, 2H), 2.18 (s, 3H), 1.53 (quintet, 2H), 1.29 (quintet, 2H), 
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0.88 (t, 3H) 
[775] .MS(M+1): 319 . 
{776] 

[777] 6-Methvl-2-thioxo-1 ^^^-tetrahvdro-Dvrimidine-S-carboxvlic acid 

4-methvlsulfanvl-benzvl ester (521 
[778] ' H NMR(DMSO-d 6 ): 5 10.00 (s, 1H), 8.98 (s, 1H), 7.29 (d, 2H), 7.25 (d, 2H), 5.06 

(s, 2H), 3.90 (s, 2H), 2.46 (s, 3H), 2.20 (s, 3H) 
[779] MS(M+1): 309 
[780] 

> 

[781] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3-methv1-but-2-envl ester (53) 
[782] 1 H NMR(DMSO-d 6 ): 5 9.96 (s, 1H), 8.96 (s, 1H), 5.30 (bt, 1H), 4.54 (d, 2H), 3.86 

(s, 2H), 2.17 (s, 3H), 1.71 (s, 3H), 1.66 (s, 3H) 
[783] MS(M+1): 241 
[784] 

[785] 6-Methvl-2-t hioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 3-phenvl-aUvl 

ester (54) 

[786] 1 H NMR(DMSO-d ): 8 10.01 (s, 1H), 9.00 (s, 1H), 7.46 (d, 2H), 7.34 (t, 2H), 7.27 

(t, 1H), 6.66 (d, 1H), 6.39 (dt, 1H), 4.73 (d, 2H), 3.93 (s, 2H), 2.10 (s, 3H) 
[787] MS(M+1): 289 
[788] 

[789] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

l-vinvl-but-3-envl ester (55) 
[790] 1 H NMR(DMSO-d ): 5 9.98 (s, 1H), 8.99 (s, 1H), 5.90-5.67 (m, 2H), 5.30-5.00 

(m, 5H), 3.90 (q, 2H), 2.45-2.30 (m, 2H), 2.17 (s, 3H) 
[791] MS(M+1): 253 

[792] * 

[793] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3.7-dimethv1-octa-2.6-dienvl ester (56)- 
[794] 1 H NMR(DMSO-d ): 8 9.96 (s, 1H), 8.96 (s, 1H), 5.29 (t, 1H), 5.05 (t, 1H), 4.55 

(d, 2H), 3.86 (s, 2H), 2.17 (s, 3H), 2.10-1.95 (m, 4H), 1.65 (s, 3H), 1.63 (s, 3H), 1.55 

(s, 3H) 

[795] MS(M+1): 309 

[796] 

[797] 6-Methvl-2-th ioxo- 1 ^.S^-tetrahvdro-Dvrimidine-S-carboxvHc acid phenyl- 
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o-toivl-methvl esterY57^ 
[798] . ' H NMR(DMSO-d_): 8 10.04 (s, 1H), 9.01 (s, 1H), 7.4Q.-7.15 (m, 9H), 6.95 (s, 

1H), 4.01 (s,2H), 2.26 (s, 3H), 2. 18 (s, 3H) 
[799] MS(M+1): 353." 
[800] " ' 

[801] 6-Methvl-2-t hioxo- 1 : 2.3.4-tetrahvdro-pvrrmidirie-5-carboxvlic acid 

4-hen7.vloxv-3-methoxv-benzv1 ester (5%S 
[802] ' H NMR(DMSO-d ): 5 9.96(s, 1H), 8.93(s, 1H), 7.44-7.3 l(m, 5H), 7.01-6.99(m, 

2H), 6.88-6.86(m, 1H), 5.07(s, 2H), 5.20(s, 2H), 3.90(s, 2H), 3.?6(s, 3H), 2.19Cs, 3H) 
[803] MS(M+1):399 
[804] 

[805] 6-Methvl-2-th ioxo-1 .2.3.4-tetrahvdro-nvrimidine-5-carboxvUc acid 

2-fethvl-m-tolvl-aminoVethvl ester (59) 
[806] ' H NMR(CDC1 ): 5 7. 18-6.98(m, 4H), 4.37(t, 2H), 3.90(t, 2H), 3.66(s, 2H), 

3.60(q, 2H), 2.31(s, 3H), 2.15(s, 2H) 1.14(t, 3H) 
[807] MS(M+1): 334 
[808] 

[809] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-car boxvlic acid 

4-hromo-benzvl ester f60~> 
[810] 1 H NMR(CDC1 ): 5 7.52(d, 2H), 7.30(d, 2H), 5.12(s, 1H), 4.03(s, 2H), 2.24(s, 2H) 

3 

[811] MS(M+1):342 
[812] 

[813] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbo xvlic acid 

4-fluoro-benzvl ester (61^ 
[814] 1 H NMR(CDC1 ): 5 7.41(d, 2H), 7.10(d, 2H), 5.13(s, 2H), 4.02(s, 2H), 2.23(s, 2H) 

3 

[815] MS(M+1): 281 

[816] 

[817] 6-Methoxv-2-thioxo-1.2.3 : 4-tetrahvdro-pvrimidine-5-carboxvlic acid benzvl ester 
f63~> 

[818] ' H NMR(DMSO-d ): 5 9.52(s, 1H), 9.05(s, 1H), 7.31-7.39(m, 5H), 5.09(s, 2H), 

4.25(s, 2H), 3.47(s, 3H) 
[819] MS(M+1): 279 

[820] 

[821] 6-Methoxvmethv1-2-thioxo-1 .2.3.4-tetr ahvdro-nvrimidine-5-carboxvlic acid benzvl 

ester (64~> 
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[822] ' H NMR(DMSO-d 6 ): 5 9.34(s, 1H), 9.1 l(s, 1H), 7.33-7.41(m, 5H), 5.13(s, 2H), 

4.42(s, .2«), 3:97(s, 2H), 3.26(s, 3H) 
[823] " MS(M+1):293 

[824] '•..,** ' . . - 6 - 

[825] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro- pvrimidine-S-carhoxvlic acid 

2-methoxv-henzvl ester (651 
. [826] 1 H NMR(CDC1 ): 8 7.35-7.29(m, 2H); 6.97-6.89(m, 2H), 6.63(s, 1H), 5.22(s, 2H), 

4.17(s, 2B$), 3.85(s, 3H), 2.29(s, 3H) 
[827] MS(M+1):293 ■ . 
[828] 

[829] 6-Methvl-2-th ioxo-1 ■2.3.4-tetrahvdro-Dvrimidine-5-carhoxvlic acid 

2-ethoxv-benzvl ester ( 661 
[830] 1 H NMR(CDC1 ): 5 7.3 l-7.29(m, 2H), 7. 17(s, 1H), 6.95-6.87(m, 2H), 6.52(s, 1H), 

5.24(s, 2H), 4.18(s, 2H), 4.09(q, 2H), 2.29(s, 3H), 1.27(t, 3H) 
[831] MS(M+1): 307 

[832] 

[833] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carbo x vlic acid cvclooentvl 

ester (671 

[834] ' H NMR(CDC1 3 ): 5 7.40(s, 1H), 6.77(s, 1H), 5.23(m, 1H), 4.12(s, 2H), 2.31(s, 

3H), 1.89(m, 2H), 1.71-1.59(m, 6H) 
[835] MS(M+1): 241 

[836] 

[837] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carbo xvlic acid cy- 

clopentvlmethvl ester (681 
[838] 1 H NMR(CDC1 ): 5 7.42(s, 1H), 6.77(s, 1H), 4.16(s, 2H), 4.04(d, 2H), 2.29(s, 3H), 

2.17(m, 1H), 1.76(m, 2H), 1.62-1.26(m, 6H) 
[839] MS(M+1): 255 

[840] 

[841] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic acid 

2.4-difluoro-benzyl ester (691 
[842] 1 H NMR(CDC1 ): 5 7.53-7.32(m, 1H), 7.25(s, 1H), 6.90(m, 2H), 5.18(s, 2H), 

4.19(s, 2H), 2.28(s, 3H) 
[843] MS(M+1): 299 
[844] 

[845] 6-Methvl-2-th ioxo- 1 .2.3.4-terrahvdro-Dvrimidine-5-carboxvUc acid 
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2-chlorft-4-fliinrn-hen7.v1 ester (701 
. [846] . ' H NMR(CDC1 3 ): 8 7.43(m, 1H), 73(s, 1H), 7.18(m, 1H), 7.02(m, 1H), 6.61(s, 
lH),5.21(s,2H),4.17(s,2H),2.29(s,3H) . 
J847] MS(M+1):315 . 

[848] - - ' ' 

[849]. . frMethvl-2-thipxo-l .2.3.4-tetrahvdro-Dvrimidine-5-carbQXvUc acid 

4-ethoxv-benzvl ester ml 
[850] 1 H NMR(CDC1 ): 8 7.28(d, 2H), 6.89(d, 2H), 6.8,7(s, 1H), 5.10(s, 2H), 4.15(s, 

2H), 4,03(q, 2H), 2.29(s, 3H), l,42(t, 3H) • .- . 
[851] MS(M+1):307 
[852] 

[853] 6-MethvI-2-t hioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

4-isobutoxv-benzvi ester (721 
[854] 1 H NMR(CDC1 ): 8 7.27(d, 2H), 6.88(d, 2H), 6.63(s, 1H), 5.10(s, 2H), 4.15(s, 

2H), 3.73(d, 2H), 2.28(s, 3H), 2.10(m, 1H), 1.04(d, 6H) 
[855] MS(M+1):335 
[856] 

[857] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-methanesulfonvl-henzvl ester (14) 
[858] 1 H NMR(DMSO-d ): 8 10.05 (s, 1H), 9.04 (s, 1H), 7.92 (d, 2H), 7.62 (d, 2H), 5.22 

(s, 2H), 3.95 (s, 2H), 3.21 (s, 3H), 2.20 (s, 3H) 
[859] MS(M+1): 341 

[860] 

[861] 6-Methvl-2-t hioxo-l ■2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 3-iodo-benzvl 

ester (751 

[862] ' H NMR(CDC1 ): 8 7.69(m, 2H), 7.3 l(m, 2H), 7.13(m, 1H), 6.62(s,lH), 5.10(s, 

2H), 4. 18(s, 2H), 2.30(s, 3H) 
•[863] MS(M+1):389 • te 
[864] 

[865] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

3.4-dimethvl-benzvl ester (761 
[866] ' H NMR(CDC1 ): 8 7.19(s, 1H), 7.14-7.06(m; 3H), 6.54(s, 1H), 5.1 l(s, 2H), 

4.16(s, 2H), 2.28(s, 3H), 2.29(s, 6H) 
[867] MS(M+1): 291 
[868] 
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[869] fi-Methvl-2-thioxo-l .2.3.4-tetrahvdro-Dvrimidine-. < )-carbQXvUc acid 3-nitro-benzvl 
ester (77) . # 

[870] 1 H NMR(CDC1 ): 8 8.22(m, lH), 7.57(m, 1H), 7.02(m, 1H), 6.56(s, 1H), 5.26(s, 

.' : ., '2H),4.21(s,2H),2.31(s, .3.H) 

[871] MS(M+1): 308 ' ' 



[872] 




[873] - 


fi-Methvl-2-thioxo-l .2.3.4-tetrahvdr6-Dvrimidine-5-carboxvlic acid° 


4-propoxv-benzvl ester (78) 


[874] 


- 1 H NMR(CDC1 ): 8 7.28(d, 2H), 6.88(d, 2H), 6.60(s, 1H), 5.10(s, 2H), 4.15(s, 




2H), 3.92(t, 2H), 2.28(s, 3.H), 1.82(m, 2H), 1.06(t, 3H) 


[875] 


MS(M+1): 321 ' , # 


[876] 




[8771 


6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic acid 


4-dimethvfcmino-benzvl ester (79) 


[878] 


1 H NMR(CDC1 ): 8 7.33(s, 1H), 7.25-7.22(m, 1H), 6.70(m, 4H), 5.13(s, 2H), 




4.18(s, 2H), 2.96(s,6H), 2.30(s, 3H) 


[879] 


MS(M+1): 306 


[880] 




[881] 


6-Methv1-2-thioxo- 1 ■23.4-tetrahvdro-pvrimidine-5-carboxylic acid cy- 


clobutvlmethvl ester ( 80) 


[882] 


1 H NMR(CDC1 ): 8 7.47(s, 1H), 6.82(s, 1H), 4.15(s, 2H), 4.12(d, 2H), 2.66(m, 




1H), 2.29(s, 3H), 2.07(m, 2H), 1.93(m, 2H), 1.74(m, 2H) 


[883] 


MS(M+1): 241 


[884] 




[885] 


6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 


3.5-dimethoxv-benzvl ester (81) 


[886] 


1 H NMR(CDC1 ): 8 6.70(s, 1H), 6.48-6 r 42(m, 3H), 5.11(s, 1H), 4.19(s, 2H), 




3:80(s, 6H), 2.30(s, 3H) 


[887] 


MS(M+1): 323 


[888] 




[889] 


6-Methv1-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-.^-carboxvUc acid 


3.5-dimethvl-benzvl ester (82) 


[890] 


1 H NMR(CDC1 3 ): 8 7.31(s, 1H), 6.98-6.95(m, 3H), 6.65(s, 1H), 5.10(s, 2H), 




4. 17(s, 2H), 2.35(s, 6H), 2.29(s, 3H) 


[891] 


MS(M+1): 291 
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[892] . * 

[893] 6-Methvl-2.thioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3-fliioro-benzvl ester (831 
[894] ' H NMR(CDC1 ):. 8 .7 : 37(m, 2H), 7.12<7.02.(m, 3H), 6.67(s,lH), 5.17(s, 2H), . 

4.19(s,2H),2.30(s,3H) 
[895] MS(M+1):281 

[896] * . " . • 

[897] . 6-Methv1-2-thioxo-1.2.3. 4-tetrahvdro-nvrimidine-5-carboxvUc acid 

2-^chloro-hen7vl ester (841 
[898] ' H NMR(CDC1 ): 5 7.42-7.27(m, 4H), 7.26(s, 1H), 6.67(s,lH), 5 r 27(s, 2H), 4. 19(s, 

2H), 2.30(s, 3H) 
[899] MS(M+1):297 
[900] 

[901] 6-Methv1-2-thioxo-K2.3.4 -tetrahvdro-pvrimidine-5-carhothioic acid S-bcnzvl ester 

£851 

[902] ' H NMR(CDC1 3 ): 5 7.47(s, 1H), 7.31-7.26(m, 5H), 6.80(s, 1H), 4.26(s, 2H), 

4.19(s,2H), 2.30(s, 3H) 
[903] MS(M+1): 279 

[904] 

[905] 6-Methvl-2-thioxo- 1.2.3.4-tetrahvdro-Pvrimidine-5-carboxvlic acid 

1-henzv1-piperidin-4-vl ester (861 
[906] ' H NMR(CDC1 ): 5 7.72(s, lH),7.26-7.34(m, 5H), 7.09(s, 1H), 4.86-4.90(m, 1H), 

4.12(s, 2H), 3.50(s, 2H), 2.63(bs, 2H), 2.30(bs, 2H), 2.27(s, 3H), 1.85-1.95(m, 2H), 

1.67-1.74(m, 2H) 
[907] MS(M+1): 346 

[908] 

[909] 2-Thioxo-1.2.3.6-tetrahvdro-pvrimidine-4.5-dicarboxvlic acid dib enzvl ester (87) 

[910] ' H NMR(DMSO-d fi ): 5 10.76(s, 2H), 9.14(s, 1H), 7.34(bs, 5H), 5.07(s, 2H), 

4.99(s, 2H), 3.99(s, 2H) 
[911] MS(M+1):383 
[912] 

[913] 6-Methvl-2-thioxOrl.23.4-tetrahvdro-pvrimid ine-5-carboxvlic acid 

3-(4-methoxv-phenvn-proDvl ester (881 
[914] ' H NMR(CDC1 ): 5 7.35(s, 1H), 7.10(d, 2H), 6.85(d,*2H), 6.69(s, 1H), 4.17(t, 2H), 

4.13(s. 2H), 3.79(s, 3H), 2.65(t, 2H), 2.30(s, 3H), 1.95(m, 2H) 
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[915] MS(M+1):321 
[916] . 

[917] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro -nvrimidine-5-carboxvUc acid 

4-methyll-fremyl ester (89") 

[918] 1 H NMR(CDC1 ): 5 7.28-7. 13(m, 4H), 6.58(s, 1H), 5.14(s, 2H), 4.17(s, 2H), 

2.36(s, 3H), 2.29(s, 3H) " . 

[919] MS(M+1): 277 
[920] . • 

[921] • 6-Methvl-2 -thioxo-1 .^^-tetrahydro-pvrimidine-S-carboxvlic acid 

3-meth vl-benzvl ester j 90) 
«(922] ' H NMR(CDC1 ): 6 7.45(s, 1H), 7.26-7.16(m, 4H), 6.79(s, 1H), 5.13(s, 2H), 

4. 16(s, 2H), 2.36(s, 3H), 2.29(s, 3H) 
[923] MS(M+1): 277 

[924] 

[925] 6-Methvl-2-thioxo-l ^.S^ -tetrahvdro-pvrimidine-S-carboxvlic acid 

3-chloro-henzvl ester (91) 
[926] 1 H NMR(CDC1 ): 8 7.42(s, 1H), 7.33-7.21(m, 4H), 6.74(s, 1H), 5. 16(s, 2H), 

4.19(s, 2H), 2.29(s, 3H) 
[927] MS(M+1): 297 

[928] 

[929] 6-Methv1-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-(4-methoxv-phenvD-ethvl ester (92) 
[930] 1 H NMR(CDC1 ): 8 7.29(s, 1H), 7. 13(d, 2H), 6.84(d, 2H), 6.64(s, 1H), 4.34(t, 2H), 

4.09(s, 2H),3-80(s, 3H), 2.91(t, 2H), 2.26(s, 3H) 
[931] MS(M+1): 307 

[932] 

[933] 6-Methvl-2-thioxo- 1 .2.3.4Ttetrahvdro-pvrimidine-5-carboxvlic acid 

2-(4-flu6ro-phenvn-ethy1 ester (93) 
[934] 1 H NMR(CDC1 ): 8 7.36(s, 1H), 7.17(d, 2H), 6.97(d, 2H), 6.7 l(s, 1H), 4.35(t, 2H), 

4.08(s, 2H), 2.95(t, 2H), 2.22(s, 3H) 
[935] MS(M+1): 295 

[936] 

[937] 6-Methvl-2-t hioxo-1 ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

2-f4-chloro-phenvn-ethvl ester (94) 
[938] ' H NMR(CDC1 ): 8 7.52(s, 1H), 7.29(d, 2H), 7.12(d, 2H), 6.85(s, 1H), 4.36(t, 2H), 

3 
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4.08(s;2H), 2.93(t, 2H), 2.22(s, 3H) 
[939] MS(M+1):311 

» 

• [940] 

[941] 6-Methvl-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-r4,dimethvlanino-DhenvlVethvl ester (95) 
[942] ' H NMR(CDC1 3 ): 5 7.37(s, 1H), 7.08(d, 2H), 6.71(m, 3H), 4,32(t, 2H), 4.10(s, 

■ .•• 2H), 2.93(s, 6H), 2.86(t, 2H), 2.23(s, 3H) . 
[943] MS(M+1):320 
[944] 

. [945] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-nvrimidi ne-5-carboxvlic acid 

(s)-(-)-4-iso propenv1-cvc1ohex-1 -envlmethvl ester (96) 
[946] 1 H NMR(DMSO-d ): 6 9.97 (s, 1H), 8.96 (s, 1H), 5.60 (s, 1H), 4.61 (s, 2H), 4.44 

(s, 2H), 3.88 (s, 2H), 2.18 (s, 3H), 2.15-1.75 (m, 6H), 1.70 (s, 3H>; 1.45-1.35 (m, 1H) 
[947] MS(M+1): 307 
[948] 

[949] 6-Methv1-2-th ioxo-1 ^.l^-tetrahydro-Dyrimidine-S-carboxvUc acid 

6.6-dimetbvl-bicvclor3.1.11hent-2-en-2-vlmethvl ester (97) 
[950] ' H NMR(DMSO-d ): 8 9.97 (s, 1H), 8.96 (s, 1H), 5.54 (s, 1H), 4.43 (s, 2H), 3.87 

(s, 2H), 2.40-2.00 (m, JH), 1.26 (s, 3H), 1.09 (d, 1H), 0.78 (s, 3H) 
[951] MS(M+1): 307 
[952] 

[953] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-nvrimidine-5-carboxvl ic acid 2-chloro-allvl 

ester (98) 

[954] ' H NMR(DMSO-d ): 6 10.08 (s, 1H), 9.04 (s, 1H), 5.62 (s, 1H), 5.48 (s, 1H), 4.71 

(s, 2H), 3.92 (s, 2H), 2.17 (s, 3H) 
[955] . MS(M+1):247 
[956] 

[957] 6-Methvl-2-th ioxo-1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3:bromo-hut-3-envl ester (99) 
[958] ' H NMR(DMSO-d ): 5 9.99 (s, 1H), 8.99 (s, 1H), 5.82 (s, 1H), 5.53 (s, 1H), 4.20 

(t, 2H), 3.87 (s, 2H), 2.76 (t, 2H), 2.17 (s, 3H) 
[959] MS(M+1): 306 

[960] 

[961] 6-Methvl-2-t hioxo-1 : 2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-trifluoromethvl-benzvl ester (100) 
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{962] ' H NMR(DMSO-d 6 ): 8 10.05 (s, 1H); 9.00 (s, 1H), 7.80-7.50 (m, 5.26 (s, 

2H), 3.91 (s, 2H), 2.76' (t, 2H), 2.18 (s, 3H) 
[963] MS(M+1): 33.1 

.(964] .. . . \. " ' 

[965] 6-Methvl-2-th ioko-1.2.3.4-tetrahvdro-Dvrimidin*e-5-carboxvUc acid 

3-trifluQromefhvl-beflzvl ester (101) 
[966] ' H NMR(DMSO-d 6 ): 5 10.04 (s, 1H), 9.00 (s, 1H), 7.75-7.60 (m, 5.20 (s, 

2H), 3.93 (s, 2H), 2.76 (t, 2H), 2.19 (s, 3H) 
[967] MS(M+1):331 
[968] 

[969] 6-Methvl-2-t hioxo-1 .2.3.4-tetrahvdro-pvrim1dine-5-carboxvUc acid 

2- riH-indo1-3-vn-ethvl ester (102) 

[970] ' H NMR(DMSO-d ): 8 10.85 (s, 1H), 9.95 (s, 1H), 8.97 (s, 1H), 7.53 (d, 1H), 7.33 

(d, 1H), 7.16 (s, 1H), 7.06 (t, 1H), 6.98 (t, 1H), 4.27 (t, 2H), 3.86 (s, 2H), 3.00 (t, 2H), 
2.13 (s, 3H) 

[971] MS(M+1): 316 

[972] 

[973] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- (4-fluoro-phenv1Vpronv1 ester (103) 

[974] 1 H NMR(DMSO-d ): 8 9.96(s, 1H), 8.97(s, 1H), 7.24-7.21(m, 2H), 7.11-7.07(m, 

2H), 4.0 l(t, 2H), 3.89(s, 2H), 2.64-2.62(t, 2H), 2.18(s, 3H), 1.90-1.84(m, 2H) 
[975] MS(M+1): 309 
[976] 

[977] 6-Methvl-2-t hioxn-1 ■2-3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3-(2-methoxv-phenvD-propvl ester QQ4J 
[978] 1 H NMR(DMSO-d ): 8 9.95(s, 1H), 8.97(s, 1H), 7. 19-7 .09(m, 2H), 6.94^6.83(m, 

2H), 4.00(t, 2H), 3.88(s, 2H), 3.75(s, 3H), 2.59(t, 2H), 2.18(s, 3H), 1.85-1.79(m, 2H) 
[979] MS(M+1):321 
[980] 

[981] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdrd-pvrimid ine-5-carboxvlic acid 

3-f4-methvlsulfanvl-phenv1Vproovl ester (105) 
[982] 1 H NMR(DMSO-d ): 8 9.96(s, 1H), 8.95(s, 1H), 7.19-7. 12(m, 4ti), 4.00(t, 2H), 

3.89(s, 2H), 2.59(t, 2H), 2.43(s, 3H), 2.17(s, 3H), 1.89-1.82(m, 2H) 
[983] MS(M+1): 337 

[984] 
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[985] ^Mgtfnyll-2-thioxp-i .2.3.4-tgfr^y4rp-pyrimi4iing : 5-ayt>Qxyliiig arid 

3-(3-trifluoromethoxv-phenvl)-propvl ester (106) 
.[986] 1 H NMR(DMSO-d ): 5 9.95(s, 1H), 8.96(s, 1H), 7.43-7.39(m, 1H), 7.25-7. 16(m, 

3H),.4.02(t,.2H), 3.86(s, 2H), 2.69'(t, 2H), 2.17(s, 3H), 1.93-1. 86(m, 2H) 
{987] MS(M+1): 375 

[988] . 

[989] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carhoxv1ic acid 

.. . 3-(4-trifiuoromethvl-phenvlVpropvl ester (107) 
[990] ' H NMR(DMSO-d ): 5 9.95(s, 1H), 8.95(s, 1H), 7.09-7.07(m, 4H), 4.00(t, 2H), 

3.88(s, 2H), 2.58(t, 2H), 2.45(s, 3H), 2.17(s, 3H), 1.89-1.82(m, 2H) 
[991] M$(M+1): 359 

[992] 

[993] ' 6-Methvl-2-thioxo- 1 .2'.3.4-tetrahvdro -pvrimidine-5-carboxvlic acid 

3-(4-henzvloxv-phenv1)-propvl ester (1081 
[994] 1 H NMR(DMSO-d ): 6 9.96(s, 1H), 8.96(s, 1H), 7.44-7.29(m, 5H), 7.09(d, 2H), 

. 6.90(d, 2H), 5.05(s, 2H), 4.00(t, 2H), 3.89(s, 2H), 2.56(t, 2H), 2.17(s, 3H), 
1.87-1.81(m, 2H) 
[995] MS(M+1): 397 

[996] 

[997] 4-Methoxymethyl-6-methyl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid henzvl ester (1 09) 
[998] 1 H NMR(CDC1 ): 5 7.65(s, 1H), 7.33-7.39(m, 5H), 7.15(s, 1H), 5.19(dd, 2H), 

4.51-4.54(m, 1H), 3.33-3.36(m, 2H), 3.3 l(s, 3H), 2.30 (s, 3H) 
[999] MS(M+1): 307 
[1000] 

[1001] 6-Methvl-2-thioxo-t .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-methylsulfenyl-benzvl ester (110) 
[1002] ' H NMR(DMSO-d ): 5 10.01 (s, 1H), 8.97 (s, 1H), 7.35 (bt, 3H), 7,19 (bt, 1H), 

5.10 (s, 2H), 3.90 (s, 2H), 2.48 (s, 3H), 2.18 (s, 3H) 
[1003] MS(M+1): 309 
[1004] 

[1005] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxylic acid 

2-isobutvlsulfanvl-benzvl ester (111) 
[1006] 1 H NMR(DMSO-d e ): 6 10.01 (s, 1H), 8.98 (s, 1H), 7.43 (d, 1H), 7.40-7.35 (m, 

2H), 7.20 (t, 1H), 5.15 (s, 2H), 3.90 (s, 2H), 2.85 (d, 2H), 2.18 (s, 3H), 1.78-1.72 (m, 
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1H), 0.96 (d, 6H) . 
[1007] MS(M+1):351 

[1008] ' . * • 

[1009] 6-]vlethvl-2-thiox6- 1 ^.S^-tetrahydro-Dyrimidine-S-cafbox vlic acid 

2-methanesulfonvl-t>ehzvl ester (112) 
[1010] ' H NMR(DMSO-d fi ): 5 10.06 (s, 1H), 9.03 (s, 1H), 7.97 (d,. 1H), 7.75 (bt. 1H), " 

7.65-7.60 (m, 2H), 5.52 <s, 2H), 3.97 (s, 2H), 3.27 (s, 3H), 2.20 (s, 3H) 
[lQll] ■ •"' MS(M+1):341 m ' 
[1012] . 

[1013] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

2-(2-methyl-propane-l-sulfonvlVbenzvl ester (1 13) 
[1014] 1 H NMR(DMSO-d 6 ): 6 10.07 (s, 1H), 9.05 (s, 1H), 7.94 (d, 1H), 7.76 (t, 1H), 7.62 

(t, 2H), 5.50 (s, 2H), 3.97 (s, 2H), 3.25 (d, 2H), 2.20 (s, 3H), 2.12-2.05 (m, 1H), 0.97 

(d, 6H) 
[1015] MS(M+1): 383 
[1016] 

[1017] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-trifluoromethvl-benzvl ester (1141 
[1018] ' H NMR(DMSO-d ): 5 10.04 (s, 1H), 9.02 (s, 1H), 7.73 (d, 2H), 7.52 (t, 2H), 5.18 

(s, 2H), 3.95 (s, 2H), 3.25 (d, 2H), 2.20 (s, 3H) 
[1019] MS(M+1): 331 
[1020] 

[1021] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(2-methoxv-phenvn-ethvl ester (1 151 
[1022] 1 H NMR(CDC1 ): 5 7.34(s, 1H), 7.23-6.85(m, 6.70(s, 1H), 4.36(t, 2H), 

4.08(s, 2H), 3.83(s, 3H), 2.97(t, 2H), 2.22(s, 3H) 
[1023] MS(M+1): 307 
[1024] 

[1025] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine^5-carboxvUc acid 

2-(2-fluoro-phenvn-ethvl ester (1 16~) 
[1026] 1 H NMR(CDC1 ): 5 7.40(s, 1H), 7.26-7.01(m, 6.74(s, 1H), 4.38(t, 2H), 

4.07(s, 2H), 3.00(t, 3H), 2.21(s, 3H) 
[1027] MS(M+1): 295 
[1028] 

[1029] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 
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2-(3-chloro-nh env1Vethvl ester (117) 
[1030] 1 H NMR(CDC1 ): 8 7.46(s, 1H), 7.26-7 ,07(m, 4H), 6.80(s, lfi), 4.36(t, 2H), 

4.08(s, 2H), 2.95(t, 3H), 2.22(s, 3H) . 
[1031] * MSCM+DiSll* 
[1032] ' . 

(10331 6-Methvl,2-thioxo-1.2.3.4-tetrahvdro -pvriitiidine- i S-carhnxv1ic acid 
*: • 2-f2-chlor o-phenvn-ethvrester Q i8) 

[1034] \ 4 H NMR(CDC1 ): 8 7.48(s, 1H), 7.38-7.18(m, 4H), 6.81(s, 1H), 4.41(t, 2H), 

4.08.(s,2H),3.12(t,3H),2\22(s,3H). 
[1035] ' MS(M+1):311 

[1036] " 
[1037] 6-Methvl-2-th ioxo-1 .2.3.4-terrahvdro-pvrimidine-5-carhoxvlic acid 

2- r4-nitro-ohenvn-ethvl ester (1 19) 

[1038] 1 H NMR(CDCy: 5 8.20(d, 2H), 7.39(d, 2H), 7.2 l(s, 4R), 6.57(s, 1H), 4.34(t, 2H), 

4.07(s, 2H), 3.08(t, 3H), 2.22(s, 3H) 
[1039] MS(M+1): 322 
[1040] 

[1041] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- methoxv-benzvl ester (120) 

[1042] 1 H NMR(CDC1 ): 8 7.47(s, 1H), 7.30-6.86(m, 4H), 6.79(s, 1H), 5.14(s, 2H), 

4.18(s, 3H), 3.81(s, 3H), 2.30(s, 3H) 
[1043] MS(M+1): 322 
[1044] 

[1045] 6-Methv1-2-thioxo- 1 ■2.3.4-tetr a hvdro-nvrimidine-5-carbothioic acid S- 

(4-methoxv-benzvl) ester (121") 
[1046] 1 H NMR(CDC1 ): 8 7.40(s, 1H), 7.24(d, 2H), 6.85(d, 2H), 6.83(s, 1H), 4.25(s, 

2H), 4.15(s, 2H), 3.79(s, 3H), 2.3 l(s, 3H) 
[1047] . - MS(M+1): 309 
[1048] 

[1049] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2.4-dimethvl-henzvl ester (122) 
[1050] 1 H NMR(CDC1 ): 8 7.41(s, 1H), 7.19-6.99(m, 3H), 6.72(s, 1H), 5.15(s, 2H), 

4.14(s, 2H), 2.32(d, 6H), 2.28(s, 3H) 
[1051] MS(M+1):291 
[1052] 
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[1053]. 6-Methvl-2 -rhioxo-1.2.3.4-te^ indan-l-vl 

• ester (123) - . • . «-• 

[1054] - 1 H NMR(DMSO-d ): 5 9.97(s, 1H), 8.94(s, 1H), 7.37-7.20(m, 6.13-6.f0(m, 
1H), 3:85(s, 2H), 3.00-2.97(m, 1H), 2.88-2.85*(m, 1H), 2.50-2.44(m,lH), 2.18(s, 3H), 
2.00-1.96(m, 1H) • 

[1055] ' MS(M+1):289 * 

[1056] 

[1057] ... 6-Methvl-2-thioxo4.23.4-tetT^v^ acid indan-2-Vl 

e a sL ll24j - 

[1058] • ' H NMR(DMSO-d ): 8 9.94(s, 1H), 8.91(s, 1H), 7.25-7. 15(m, 5.47-5.44(m, 

1H), 3.78(s, 2H), 3:32-3.25(m, 2H), 2.51-2.50(m, 2H), 2.12(s, 3H) 
[1059] MS(M+1):289 
[1060] 

[1061] 6-Methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvtic acid 

2-fincfan-l-vloxvVethvl ester (125) 
[1062] ' H NMR(DMSO-d ): 5 9.96(s, 1H), 8.97(s, 1H), 7.33-7. 19(m, 4H), 4.91-4.90(m, 

1H), 4.16(s, 2H), 3.87(s, 2H), 3.69(s, 2H), 2.98-2.90(m, 1H), 2.78-2.7 l(m, 1H), 

2.31-2.24(m, 1H), 2.16(s, 3H), 1.94-1.89(m, 1H) 
[1063] MS(M+1): 333 
[1064] 

[1065] 6-Methvl-2-t hioxo-1.2.3.4-terrahvdro-pvrimidine-5-carboxvlic acid 

2-indan-l-vl-ethvl ester (126) 
[1066] 1 H NMR(DMSO-d ): 5 9.96(s, 1H), 8.95(s, 1H), 7.19-7.12(m, 4H), 4.15(s, 2H), 

3.90(s, 2H), 2.86-2.75(m, 2H), 2.25-2. 14(m, 41), 1.66-1.65(m, 2H) 
[1067] MS(M+1): 317 
[1068] 

[1069] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

\ V1-dioxo-lH- 116-benzorb1thiophen-2-vlmethvl ester (127) 
[1070] 1 H NMR(DMSO-d ): 5 10.08 (s, 1H), 9.07 (s, 1H), 7.87 (d, 1H), 7.75-7.55 (m, . 

4H), 5.13 (s, 2H), 3.93 (s, 2H), 2.21 (s, 3H) 
[1071] MS(M+1):351 
[1072] 

[1073] 6-Methvl-2-thioxo- 1 ^.S^-tetrahvdro-Dvrimidine-S-carboxvlic acid 

5-(4-nitro-phe nvlVfiiran-2-vlmethvl ester (128) 
[1074] ' H NMR(DMSO-d ): 5 10.05 (s, 1H), 8.99 (s, 1H), 8.29 (d, 2H), 7.95 (d, 2H), 7.30 

6 
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(<1 ? ,2H), 6.74 (d, 2H), 5.18 (s, 2H), 3.89 (s, 2H), 2.20 (s, 3H) 
[1075] MS(M+1):374 
[1076] .. ' ' , 

[1077] 6-M ? thvl-2-th ioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid but-3-invl ester 
(129) 

[1078] * H NMR(DMSO-d^) : 6 10.00 (s, 1H), 9.01 (s, 1H), 4.09 (t, 2H), 3.89 (s',.2H), 2.87 

(t, 1H), 2.19 (s, 3H) 
[1079] ' MS(M+1): 225 
[1080] ..." 

[1081]' 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbo x vlic acid oent-4-invl 

ester (130) 

[1082] ' H NMR(DMSO-d 6 ): 5 9.97 (s, 1H), 8.97 (s, 1H), 4.08 (t, 2H), 3.89 (s, 2H), 2.81 

(t, 1H), 2.27-2.22 (m, 2H), 2.17 (s, 3H), 1.80-1.72 (m, 2H) 
[1083] MS(M+1): 239 
[1084] 

[1085] 6-Methvl-2-t hioxo-1.2.3.4-retrahvdro-pvrimidine-5-carboxv1ic acid 

3.5-dichloro-benzvl ester (131) 
[1086] ' H NMR(CDC1 ): 6 7.33(m, 2H), 7.22(m, 2H), 6.70(s, 1H), 5.1 l(s, 2H), 4.19(s, 

2H), 2.30(s, 3H) 
[1087] MS(M+1): 332 
[1088] 

[1089] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

5-chloro-2-methoxv-benzvl ester (132) 
[1090] ' H NMR(CDC1 3 ): b 7.25(m, 2H), 7.19(s, 1H), 6.83(d, 1H), 6.54(s, 1H), 4.19(s, 

2H), 2.30(s, 3H) 
[1091] MS(M+1): 327 
[1092] 

[1093] 6-Methv1-2-th ioxo-1 ^^^-tetrahvdro-Dvrimidine-S-carboxvlic acid 2-O-tolvl-ethvl 

ester (133) 

[1094] 1 H NMR(CDC1 ): 6 7.49(s, 1H), 7.19-7.14(m, 4H), 6.83(s, 1H), 4.35(t, 2H), 

4.10(s, 2H), 2.97(t, 3H), 2.34(s,3H), 2.25(s, 3H) 
[1095] MS(M+1): 291 
[1096] 

[1097] 6-Methvl-2-thioxo-1 .^^-tetrahvdro-Dvrimidine-S-carboxvlic acid 
3.5-difluoro-benzvl ester (134) 
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[1098] ' H NMR(CDC1 ): 6 6.86(m, 2H), 6.77(m, IH), 6.61(s, IH), 5.14(s, 2H), 4,20(s, 

2H),2.31(s,3H) • 
[1099] MS(M+1):299 
[1100] 

[1101] 6-Methvl-2-t hioxo- 1 .2.3.4-telrahvdro-nvrimidine-5-carboxvlic acid 

3-m<?rtwlU4-mlfro-ben?;yl ester flfog) ' • 

[1102] ' H NMR(CDC1 ): 5 8.01(m, IH), 7.31-7.26(m, 2H), 6.56(s, IH),' 5.19(s, 2Hf, 

4.20(s, 2H), 2.62(s,3H), 2.30(s, 3H) 
[1103] MS(M+1):322 • 
[1104] * , • 

[1105] 6-Methv1-2-thioxo-1 .23.4-tetrahvdro-Dvrimidine-5-carboxvlic acid 

3- nitro-4-methvl-henzvl ester (136^ 

[1 106] ' H NMR(CDC1 ): 5 7.96(s, IH), 7.50-7.35(m, 3H), 6.73(s, IH), 5.20(s, 2H), 

4.18(s, 2H), 2.61(s,3H), 2.30(s, 3H) 
[1107] MS(M+1):337 
[1108] 

[1109] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

2.4-dimethoxv-3-methvl-benzvl ester (137) 
[1110] 1 H NMR(CDC1 ): 6 7.23(s, IH), 7.15(d,lH), 6.63(d, IH), 6.58(s, IH), 5.18(s, 2H), 

4.14(s, 2H), 3.84(s, 3H), 3.71(s, 3H), 2.28(s,3H), 2.13(s, 3H) 
[1111] MS(M+1): 337 
[1112] 

[1113] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4- methoxv-2.3-dimethvl-benzvl ester (138) 

[1114] 1 H NMR(CDC1 ): 5 7.31(s, IH), 7.15(d,lH), 6.69(d, IH), 6.64(s, IH), 5.15(s, 2H), 

4.13(s, 2H), 3.83(s, 3H), 2.28(s, 3H), 2.22(s,3H), 2.15(s, 3H) 
[1115] MS(M+1):321 

[1116] « 

[1117]- 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid thiophen- 
3-vlmethvl ester (139) 

[1118] ' H NMR(DMSO-d ): 6 10.00(s, IH), 8.98(s, IH), 7.54-7.49(m, 2H), 7.11-7.10(m, 

IH), 5.08(s, 2H), 3.89(s, 2H), 2.18(s, 3H) 
[1119] MS(M+1): 269 
[1120] 

[1121] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 
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6-mtTP-t>gnzi9rL31diOTQl-g-y1mgmYl ester (HO) 
[1 122] 1 H NMR(DMSO-d e ): 5 10.04(s, 1H), 9.01(s, 1H), 7.69(s, 1H), 7.13(s, 1H), 6.24(s, 

2H), 5.32(s, 2H), 3.92(s, 2H), 2.17(5, 3H) 
[1123] MS(M+1):352 
[1124] 

[1125] . 6-Methv1-2-thioxo-1 .2.3.4-tetrahvdro-nvrimidine-5-carboxvlic acid 

• 3-t?rpm9-4-mgthPxy-t>gnzyl ester IMP 

[1 126] ' H NMR(DMSO-d ): 6 10.00(s, 1H), 8.97(s, 1H), 7.90(d, 1H), 7.37-7.34(m, 1H), 

• 7.10-7 .08(m, 1H), 5.01(s, 2H), 3.88(s, 2H), 3.83(s, 3fi), 2.17(s, 3H) 
[1127] MS(M+1):372 
[1128] 

[1129] 6-Methv1-2-t hioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carhoxvlic acid 

* 2.4.6-trimethvl-benzvl ester (142) 

[1 130] 1 H NMR(DMSO-d 6 ): b 9.96(s, 1H), 8.92(s, 1H), 6.84(s, 2H), 5.09(s, 2H), 3.8 l(s, 

2H), 2.27(s, 6H), 2.20(s, 3H), 2.07(s, 3H) 
[1131] MS(M+1):305 
[1132] 

[1133] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carhoxvlic acid 

5-chloro-2-nitro-benzv1 ester (143) 
[1134] 1 H NMR(DMSO-d ): 6 10.07(s, 1H), 9.03(s, 1H), 8.14-8.12(m, 1H), 7.71-7.69(m, 

2H), 5.40(s, 2H), 3.92(s, 2H), 2.17(s, 3H) 
[1135] MS(M+1):342 
[1136] 

[1137] 2-Thioxo-6-trifluoromethv1- 1 ■2.3.4-tetrahvdro-Dvrimidine-5-carbQXvlic acid 
benzvl ester (146) 

[1138] 1 H NMR(CDCB): 5 7.81(s, 1H), 7.34-7.40(m, 5H), 7.26(s, 1H), 5.26(s, 2H), 
3.88(s, 2H) 

[1139] . MS(M+1):317 . 
[1140] 

[1141] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

9-ethvl-9H-carhazo1-3-vlmethvl ester (147) 
[1 142] 1 H NMR(DMSO-d ): 5 9.97(s, 1H), 8.96(s, 1H), 8. 176(m, 2H), 7.61-7.48(m, «), 

7.21(m, 1H), 5.27(s, 2H), 4.45(q, 2H), 3.92(s, 2H), 2.21(s, 3H), 1.30(t, 3H) 
[1143] MS(M+1):380 
[1144] 
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[1145] 6-Methv1-2-t hioxo-1 .23.4-tetrahvdro-pvrimidine-5-carhoxvlic acid 

3.5~bis-trifluorofnethvl-benzvl ester (1481 ' 
#[1146] 1 H NMR(CDCB): 8 7.86(s, 1H), 7.80(s, 2H), 7.5 l(s, 1H), 6.81(s, 1H), 5.28(s, 

2H),4,20(s,2H),2.32(s,'3H) " : 

[1147] MS(M+1): 399 
[1148] 

[1149]. • 6-Meth vl-2-thioxo- 1 .2:3.4:tetrahvdrb-Dvrimidine-5-carboxvUc acid 

2.5-dimethvl-benzvi ester (1491 • 

[1150] 1 H NMR(CDC13):8 7-30(s, 1H), 7.11-7.08(rh, 3H), 6.62(s, 1H), 5.15(s, 2H), 4.1(s, 
2H), 2.32(s,3H), 2.30(s, 3H) 

[1151] MS(M+1):291 ... 

[1152] 

[1153] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrirMdine-5-carboxvlic acid 

3.5-diethoxv-benzvl ester Q5jQ 
[1 154] ' H NMR(CDC13): 8 7.34(s, 1H), 6.67(s, 1H), 6.45-6.40(m, 3H), 5.09(s, 2H), 

4.18(s, 2H), 4.02(q, 4H), 2.30(s, 3H), 1.41(t, 6H) 
[1155] MS(M+1):351 
[1156] 

[1157] 6-Methvl-2-thioxo-1 .2.3:4-tetrahvd ro-pvrimidine-5-carboxv1ic acid bicvclor2.2.11 

hept-2-vlmethvl ester (151') 
[1 158] 1 H NMR(CDCB): 8 7.36(s, 1H), 6.71(s, 1H), 4. 15(s, 2H), 4.02(d, 2H), 2.29(s, 

3H), 2.19(m, 2H), 1.73(m, 1H), 1.47-1. 10(m, SI) 
[1159] MS(M+1):281 
[1160] 

[1161] 6-Methyl-2-thioxo- 1 .2.3.4-tetrahydro-p vrimidine-5-carboxvlic acid 4-ethvl-benzvl 

[1 162] 1 H NMR(CDC13): 8 7.44(s, 1H), 7.26(d, 2H), 7.21(d, 2H), 6.76(s, 1H), 5.14(s, 

2H), 4. 16(s, 2H), 2.67(q, 2H), 2.30(s, 3H), 1.24(t, 3H) 
[1163] MS(M+1):291 
[1164] 

[ 1 165] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid thiophen- 
2-vlmethvl ester (1531 

[1 166] 1 H NMR(CDC13): 8 7.33(d, 1H), 7.29(s, 1H), 7.09(d, 1H), 6.99(m, 1H), 6.76(s, 

1H), 5.33(s, 2H), 4.15(s, 2H), 2.30(s, 3H) 
[1167] MS(M+1):269 
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[1168] 

[ 1 169] 6-Methvl-2-thioxo-1-2.3.4-teh-ahvdro-nvrimidine-5-carhoxvlic acid pyridin- 

2- Y lmeth, Y l e;»ter(154) • 

[lilO] ■ 1 H NMR(CDC13): 5 8.61(d, 2H), 7.71(m, 1H), 7.31(m, 2H), 6.66(m, 1H), 5^29(sl 

2H), 4.23(s, 2H), 2.3 l(s, 3H) . 
[1171] MS(M+1):264 

[1.172] *- ... ..... ... 

[1 173] 6-Methvl-2-thioxo-1.2.3:4-tetrahvdro-pvrimidine-5-carboxylic acid pyridin- 

4^yimethyl ester (155) " ' 

[1 174] 1 H NMR(CDCl3): 8 8.63(d, 2H), 7.24(d, 2H), 6.62(m, 1H), 5. 19(s, 2H), 4.23(s, 

2H), 2.31(s, 3H) 
[1175] MS(M+1):264 
[1176] 

[1177] 6-Methyl-2-thiox,p- 1 n2,3,4-tetra1iydro-pyrimidine-. < ?-arW^yllic arid 

2.3-dimethyl-benzvl ester f 156) 
[1 178] 1 H NMR(CDCB): 8 7.28(s, 1H), 7.17-7.10(m, 3H), 6.59(s, 1H), 5.20(s, 2H), 

4.16(t, 2H), 2.3 l(d, 6H), 2.24(s, 3H) 
[1179] MS(M+1):291 
[1180] 

[1181] 6-Metfayl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid hex-3-invl 

ester (157) 

[1 182] 1 H NMR(DMSO-d ): 5 9.99 (s, 1H), 9.00 (s, 1H), 4.06 (t, 2H), 3.89 (s, 2H), 

2.50-2.45 (m, 2H), 2.19 (s, 3H), 2.15-2.10 (m, 2H), 1.03 (t, 3H) 
[1183] MS(M+1):253 
[1184] 

[1185] 6-Methv1-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbox vlic acid 

3- pyridin-3-vl-propyl ester (1581 

[1 186] 1 H NMR(DMSO-d )i 8 9.98 (s, 1H), 8.99 (s, 1H), 8?67 (s, 1H), 8.64 (d, 1H), 8.15 
(bd, 1H), 7.72 (bt, 1H), 4.06 (t, 2H), 3.86 (s, 2H), 2.78 (t, 2H), 2. 18 (s, 3H), 2.22-2.95 
(m, 2H) 

[1187] MS(M+1):292 

[.1188] 

[1189] B 6-Methyli-24hioxQ-L2n3n4-tetrahy4rft-pyrimidine-5-»rt)oxY]iic acid prgp-^-mvH 
ester (159) 

[1 190] ' H NMR(DMSO-d ): 8 10.06 (s, 1H), 9.02 (s, 1H), 4.70 (s, 2H), 3.89 (s, 2H), 3.52 

6 
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. (t, 1H), 2.19 (s, 3H) 
[1191] MS(M+1):211 
[1192] . 

[H93] . 6-Methyl-2-thioxo-l ^.g^-tetrahvdrb-pvrimidine-S-carboxvlic acid pent-3-invl 

ester (160) '\ . 4 

[1 194] ' H NMR(DMSO-d 6 ): 5 9.99 (s, 1H), 8.99 (s, 1H), 4.05 (t, 2H), 3.88 (s, 2H), 
2.50-2.45 (m, 2H), 2,19 (s, 3H), 1.74 (s, 3H) . 

[1195] • MS(M+1):239 ♦ ' . 

[1196] 

[1197] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid tetrafiydro- 

fiiran-2 : vlmeth vl ester Q6JJ 
[1 198] 1 H NMR(DMSO-d 6 ): 5 9.98 (s, 1H), S.91 (s, 1H), 4.04-3.96 (m, 3H), 3.88 (s, 2H), 

3.75-3.61 (m, 2H), 2.18 (s, 3H), 1.92-1.78 (m, 3H), 1.60-1.50 (m, 1H) 
[1199] MS(M+1): 257 
[1200] 

[1201] 6-Methvl-2-t hioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

tetrahvdrofiiran-3-vlmethvl ester (1 62) 
[1202] 1 H NMR(DMSO-d ): 6 9.97 (s, 1H), 8.97 (s, 1H), 4.04-3.92 (m, 2H), 3.89 (s, 2H), 

3.75-3.58 (m, 3H), 3.45-3.40 (m, 1H), 2.17 (s, 3H), 1.95-1.90 (m, 1H), 1.60-1.52 (m, 

1H) 

[1203] MS(M+1): 257 
[1204] 

[1205] 6-Meth vl-2-thioxo- 1 ^.S^-tetrahvdro-p vrimidine-5-carboxvlic acid 

2- phenoxv-ethvl ester (163') 

[1206] 1 H NMR(DMSO-d ): 5 10.00 (s, 1H), 8.98 (s, 1H), 7.28 (t, 2H), 6.95 (d, 3H), 

4.35-4.33 (m, 2H), 4.20-4.18 (m, 2H), 3.87 (s, 2H), 2.17 (s, 3H) 
[1207] MS(M+1): 293 

[1208] . " 

[ 1 209] 6-Methv1-2-thioxo-1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

3- trifluoromethv.lsulfanvl-benzvl ester (164) 

[1210] ' H NMR(DMSO-d ): 5 10.03 (s, 1H), 9.01 (s, 1H), 7.72-7.55 (m, 4R), 5.17 (s, 

2H), 3.93 (s, 2H), 2. 19 (s, 3H) 
[1211] MS(M+1):363 
[1212] 

[1213] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 
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2-n-methvMH -inrtol-3-vn-ethvl ester ( 165) 
£1214] 1 H NMR(DMSO-d ): 8 10.00 (s, 1H), 9.01 (s, 1H), 7.59 (d, 1H), 7.43 (d, 1H), 7.19 

(s, 1H), 7.18 (t, 1H), 7.06 (t, 1H), 4.30 (t, 2H), 3.91 (s, 2H), 3.77 (s, 3H), 3.04 (t, 2H), 

2,18 (s, 3H) * *. 

[1215] MS(M+1):330 
[1216] - 

[1217] fi-f 3-frhox vcarhonvl-pronvn-2-thioxo- 1 ^^^-tetrahvdro-Dvrimidine-S-carboxvUc 

acid benzvl ester (169) 
[1218] 1 H NMR(CDCB): 8 8.06(s,lH), 7.32-7.39(m, 5H), 7.02(s,.lH), 5.16(s, 2H), 

4.16(s, 2H), 4.13(q, 2H), 2.72(t, 2H), 2.33(t, 2H), 1.84-1.91(m, 2H), 1.25(t, 3H) 
[1219] MS(M+1):363 
[1220] 

[1221] 6-f3-(^boxv-p ro pvlV2-thio xo-i:2.3.4-tetrahvd^o-pvrimidine-5-carboxvlic acid 
henzvl ester (1 70^ 

[1222] 1 H NMR(DMSO-d ): 8 12.00(bs, 1H), 10.00(s, 1H), 8.95(b, 1H), 7.36(bs, 5H), 

5.1 l(s, 2H), 3.92(s, 2H), 2.62(t, 2H), 2.15(t, 2H), 1.65-1.75(m, 2H) 
[1223] MS(M+1): 335 
[1224] 

[1225] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro -pvrimidine-5-carhoxvlic acid 2-m-tolvl-ethvl 
ester (112) 

[1226] 1 H NMR(CDCB): 8 7.59(s, 1H), 7.22-6.99(m, 4H), 6.93(s, 1H), 4.36(t, 2H), 

4.09(s, 2H), 2.94(t, 2H), 2.34(s,3H), 2.23(s, 3H) 
[1227] MS(M+1): 291 
[1228] 

[1229] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 2- p-tolvl-ethvl 
ester (173^ 

[1230] 1 H NMR(CDCB): 8 7.33(s, 1H), 7.13-7.07(m, 6.69(s, 1H), 4.35(t, 2H), 

4.09(s, 2H), 2.94*(t, 2H), 2.34(s,3H), 2.23(s, 3H) 
[1231] MS(M+1):291 ■ 
[1232] 

[1233] 6-Methvl-2-t hioxo-l ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

2.5-dimethoxv-benzvl ester (174) 
[1234] 1 H NMR(CDC13): 8 7.44(s, 1H), 6.86-6.82(m, 3H), 6.77(s, 1H), 5.19(s, 2H), 

4. 17(s, 2H), 3.79(d, 6H), 2.30(s, 3H) 
[1235] MS(M+1): 323 
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[1236] 

[1237] '6-Methvl-2-aiioxo-1.2.3.4-tetrahvdro-pviHmidine-5-carboxvUc acid 

2-(3.5-dimeth vl-phenvl)-ethvl ester (175) 
[1238] . ' H NMR(CDCB): 8 7.28(s, 1H), 6.88-6.82(m, H),' 6.64(s, 1H), 4.35(t, 2H), 4.10(s, 

2H), 2,89(t, 2H), 2.30(s,6H), 2.23(s, 3H) 
[1239] MS(M+1): 305 

[12401 •' •:. " . / - '"' 

[1241] 6-Methvl-2-thioxo- 1 .2.3.4^tetrahvdr o-n'vrimtdine-5-carboxvlic acid 

4-methox v-3-rriethvl-henzvl ester (1 76) 
[1242] 1 H NMR(CDGB): 8 7.40(s, 1H), 7.17r7.12(m, 2H), 6.81(d, 1H), 6.74(s, 1H), 

5.08(s, 2H), 4.15(s, 2H), 3.'84(s, 3H), 2.29(s,' 3H), 2.30(s, 3H) 
[1243] MS(M+1):307 
[1244] 

[1245] 6-Methvl-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

2- fluoro-4-methoxv-benzvl ester (177) 

[1246] 1 H NMR(CDCB): 8 7.30(s, 1H), 7.25(s, 1H), 6.69-6.62(m, 2H), 6.59(s, 1H), 

5.16(s, 2H), 4.14(s, 2H), 3.8 l(s, 3H), 2.27(s, 3H) 
[1247] MS(M+1):311 
[1248] 

[1249] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- bromo-4.5-dimethoxv-henzv1 ester (178) 

[1250] 1 H NMR(CDCB): 5 7.38(s, 1H), 7.13(s, 1H), 6.83(s, 1H), 6.72(s, 1H), 5.08(s, 

2H), 4.17(s, 2H), 3.87(d, 6H), 2.30(s, 3H) 
[1251] MS(M+1):402 
[1252] 

[1253] 6-Methvl-2-thioxo-1 .2.34-tetrahvdro-pvrimidine-5-carboxvlic acid 

4- methoxv-3.5-dimethvl-benzvl ester (180) 

[1254] ' H NMR(DMSO-d s ): 8 9.98(s, 1H), 8.94(s, 1H), 7.01(s, 2H), 4.98(s, 2H), 3.89(s, 

. 2H),3.31(s,3H),2.21(s,6H),2.19(s,3H) 
[1255] MS(M+1): 321 
[1256] 

[1257] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3.5-dimethv1-1-phenv1-1H-pvrazol-4-vlmethv1 ester (181) 
[1258] ' H NMR(DMSO-d ): 8 9.96(s, 1H), 8.92(s, 1H), 7.51-7.31(m, 5H), 5.00(s, 2H), 

3.85(s, 2H), 2.29(s, 3H), 2.20(s, 3H), 2.18(s, 3H) 
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[1259] MS(M+1):357 
[1260] 

[1261] 6-Meth vl-2-t hioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbox vlic acid 2-nitro-benzvl 

£8t^iBii . t . 

[1262f 1 H NMR(Cl5£l3); 6 8:09(di 1H), 7:67-7.p5(m, 3H), 7.23(s, lH);6.'56(s, 1H), " 

5.56(s,2H),4.19(s,2H),2.30(s,3H) 
[1263] MS(M+1): 308 - • 

[1264] * 

[1265] 6-Methv1-2-thioxo-1.2.3-4-teh-ahvdro-pvrimidine-5-carboxvlic acid 
2.6-dimelhvl-benzvl ester (184) ' 

[1266] 1 H NMR(CDCB): 6 7.20(s, 1H), 7.18-7.05(m*3H), 6.51(s, 1H), 5.26(s, 2H), 
4.1 l(s, 2H), 2.38(s, 6H), 2.27(s, 3H) 

[1267] MS(M+1):291 

[1268] 

[1269] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

5-hromo-2-methoxv-benzvl ester (185) 
[1270] 1 H NMR(CDCB): 6 77.43-7. 37(m, 2H), 7.16(s, 1H), 6.76(d, 1H), 6.51(s, 1H), 

5.17(s, 2H), 4.19(s, 2H), 3.83(s, 3H), 2.29(s, 3H) 
[1271] MS(M+1): 372 
[1272] 

[1273] 6-Methvl-2-thioxo-1 ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3-phenvl-prop-2-invl ester (192) 
[1274] 1 H NMR(DMSO-d ): 5 10.05 (s, 1H), 9.01 (s, 1H), 7.50-7.35 (m, 5H), 4.95 (s, 

2H), 3.91 (s, 2H), 2.20 (s, 3H) 
[1275] MS(M+1): 287 
[1276] 

[1277] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidiDe-5-carboxvlic acid 

2.3-dibromo-allvl ester (193) 
[1278] 1 H NMR(DMSO-d ): 8 10.07 (s, 1H), 9.03 (s, 1H), 7.19 (s, 1H), 4.92 (s, 2H), 3.91 

(s,2H),2.19(s,3H) 
[1279] MS(M+1): 371 
[1280] 

[1281] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2.3-dihvdrobenzori.41dioxin-2-vlmethvl ester (195) 
[1282] ' H NMR(DMSO-d ): 6 10.00 (s, 1H), 8.97 (s, 1H), 6.90-6.80 (m, 4H), 4.46-4.42 

6 
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... (m, 1H), 4.35-4.27 (m, 3H), 4.01 (q, 1H), 3.88 (s, 3H), 2.17 (s, 3H) 

[1283] MS(M+1):321 

[1284] 

[1285] 2-ThiPXQ-*.2.3,64ett^y4OT^ acid S=bgnzyl ester 

4- meftyl ester (\9jfr) 

[1286] ' H NMR(DMSO-d^): 8 10.72(s, 2H), 9.13(s, 1H), 7.35(bs, 5H), 5.09(s, 2H), 

o . 4.01(s, 2H), 3.76(s, 3H) ^ 

[1287] llS(M+l):307 

[1288] - - 

[1289] 6-Mbt^vl^2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

5- ethpx.ycartonyi-pemyl, ester (1 321 

[12901 1 H NMR(DMSO-d ): 8 9.93 (s, 1H), 8.95 (s, 1H), 4.05-4.00 (m, 4H), 3.86 (s, 3H), 

2.26 (t, 2H), 2.16 (s, 3H), 1.60-1.50 (m, 4ti), 1.35-1.17 (m, 2H), 1.15 (t, 3H) 
[1291] MS(M+1): 315 
[1292] 

[1293] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

9-methoxvcarbonvl-nonvl ester (198) 
[1294] ' H NMR(DMSO-d ): 8 9.93 (s, 1H), 8.93 (s, 1H), 4.05-3.97 (m, 2H), 3.86 (s, 3H), 

3.56 (s, 3H), 2.26 (t, 2H), 2.16 (s, 3H), 1.60-1.40 (m, 4H), 1.23 (bs, 10H) 
[1295] MS(M+1): 357 
[1296] 

[1297] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-trifluoromethvlsulfanvl-benzvl ester (199") 
[1298] ' H NMR(DMSO-d ): 8 10.03 (s, 1H), 9.00 (s, 1H), 7.72 (d, 2H), 7.50 (d, 2H), 5.17 

(s, 2H), 3.93 (s, 2H), 2.19 (s, 3H) 
[1299] MS(M+1): 363 
[1300] 

[1301] 6-Methvl-2-t hioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid dec-3-invl 
ester (2QQ) 

[1302] ' H NMR(DMSO-d ): 8 9.97 (s, 1H), 8.99 (s, 1H), 4.05 (t, 2H), 3.87 (s, 2H), 

2.50-2.45 (m, 2H), 2.17 (s, 3H), 2.12-2.07 (m, 2H), 1.40-1.10 (m, W), 0.84 (t, 3H) 
[1303] MS(M+1): 309 
[1304] * 

[1305] 6-Methvl-2-thioxo-1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 
2-fto1uene-4-sulfonvlVethvl ester (20 U 
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[1306] ' H NMR(DMSO-d 6 ): 6 9.93 (s, 1H), 8.95 (s,' 1H), 7.73 (d, 2H), 7.43 (d,'2H), 4.28 

(t, 2H), 3.69 (t, 2H), 3.51 (s, 2H), 2.39 (s, 3H), 2.03 (s, 3H) 
[1307] MS(M+1):355 

[1308] .... ..." 

[1309] 6-Metfivl-2-thioxo:t.2.3.4-tetrahvdr^ nvrimMine-5-carboxvlic acid 

. 3-methvI-thiophen-2-vlmethvl ester (202) 
[1310] 1 H NMR(CDC13): '8 6.23(d, 1H), 6.89(d, 1H), 6.59(s, 1H), 5.27(s, 2H), 4.15(s, 

2H), 2.29(s, 3H), 2.27(s, 3H) " "• 
[1311] MS(M+1):283 

[1312] -. 

[1343] . 6-Methv1-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-S-c^boxvUc acid 

5-^01^0-^^ 611-2- vlmethvl ester (203) - ^ 

[1314] ' H NMR(CDCB): 5 7.30(s, 1H), 6.93(d, 1H), 6.84(d, 1H), 6.63(s, 1H), 5.23(s, 

2H), 4.15(s, 2H), 2.29(s, 3H) 
[1315] MS(M+1):348 
[1316] 

[1317] 6-Methvl-2-thioxo- 1 .2.3 .4-tetrahvdro-pvrimidine-5-carbox vlic acid 

4- bromo-thiophen-2-vlmethvl ester (204) 

[1318] 1 H NMR(CDC13): 5 7.23(s, 1H), 7.18(s, 1H), 7.01(s, 1H), 6.53(s, 1H), 5.27(s, 

2H), 4.16(s, 2H), 2.30(s, 3H) 
[1319] MS(M+1): 348 
[1320] 

[1321] 6-Methv1-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbo xvlic acid 

5- ethvl-thionhen-2-vlmethv1 ester (205) 

[1322] 1 H NMR(CDCB): 5 7.42(s, 1H), 6.89(d, 1H), 6.74(s, 1H), 6.65(d, 1H), 5.25(s, 

2H), 4.15(s, 2H), 2.82(q, 2H), 2.30(s, 3H), 1.33(t,2H) 
[1323] MS(M+1): 297 

[1324] • - 

[1325] 6-Methv1-2-thioxo-l .2.3. 4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-thiophen-2-vl-ethvl ester (206) 
[1326] 1 H NMR(CDCB): 6 7.18(d, 1H), 6.95(t, 1H), 6.85(d, 1H), 6.63(s, 1H), 4.39(t, 

2H), 4.15(s, 2H), 3.18(t, 2H), 2.25(s,3H) 
[1327] . MS(M+1):283 
[1328] " 

[1329] 6-Methvl-2-th ioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic acid 
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3-chloro-4-methvl-thiophen-2-vlmeth'vl ester (2071 

[1330] 1 H NMR(CDCB): 6 7.00(s, 1H), 6.59(s, 1H), 5.28(s, 2H), 4.16(s, 2H), 2.30(s, 

3H), 2.21(s, 3H) 

[1331] MS(M+1):317 

[1332] • "•" ■ 

[1333] 6-Methvl-2-t hioxo-1 .2.3.4-tetrahvdrQ-nvriillidine-5-carboxvUc acid 

2-thiophen-3-v1-ethvl ester (2081 
[1334] 1 H NMR(CDCB): 5 7.52(s, 1H), 7.29(d, 1H), 7.01(s, 1H), 6.96(d, 1H), 6.86(s, 

1H), 4.38(t, 2H), 4.13(s, 2H), 3.0J(t, 2H), 2.23(s,3H) 
[1335] MS(M+1):283 

[1336] , - 

[1337] 6-Methvl-2-thioxo-l ^.^-tetrahvdro-pvrimidine-S-carboxylic acid 
2-4-r(2-methoxvethvlVmethvl^nuno 1-phenvl-ethvl ester (2091 

[1338] 1 H NMR(DMSO-d ): 5 9.95(s, 1H), 8.96(s, 1H), 7.01(d, 2H), 6.62(d, 2H), 4.15(t, 
2H), 3.85(s, 2H), 3.45(s, 3H), 3.24(s, 3H), 2.87(s, 3H), 2.75(t, 2H), 2.13(s, 3H) 

[1339] MS(M+1): 364 

[1340] 

[1341] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrinTJdine-5-carboxvlic acid 

2- thiophen-2-vl-thiazol-5-vlmethvl ester (2101 

[1342] 1 H NMR(CDCB): 5 7.52(bs, 1H), 7.50(d, 1H), 7.40(dd, 1H), 7.08(dd, 1H), 

6.92(bs, 1H), 6.89(s, 1H), 5.01(s, 2H), 4.1 l(s, 2H), 2.27(s, 3H) 
[1343] MS(M+1): 352 
[1344] 

[1345] 4-Fluorometh v1-6-rnethvl-2-thioxo-1.2.3.4-tetrahvdro-r)vrirnidine-5-carboxvUc 
acid benzvl ester (21 11 

[1346] ' H NMR(DMSO-d ): 8 10.35 (s, 1H), 9.40 (s, 1H), 7.40-7.31 (m, 5H), 5.14 (q, 

2H), 4.38-4.24 (m, 2H), 4.23-4.15 (m, 1H), 2.25 (s, 3H) 
[1347] . MS(M+1): 295 
[1348] 

[1349] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- methv1-thienor2.3-clisothiazol-5-vlmethv1 ester (2131 

[1350] 1 H NMR(DMSO-d ): 5 9.64 (s, 1H), 8.67 (s, 1H), 6.89 (s, 1H), 5.25 (s, 2H), 4.05 

(s, 2H), 2.73 (s, 3H), 2.28 (s, 3H) 
[1351] MS(M+1): 340 
[1352] 
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[1353] 6-Methvl-2-thioxo-1 ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

4-henzvloxv-hut-2-invl ester (2141 
[1354] . 1 H NMR(DMSO-d ): 6 10.05 (s.'lH), 9.01 (s, 1H), 7.38-7.25 (m, 5H), 4.84 (s, 

2H), 4.49 (s, 2H), 4.22 (s, 2H), 4.89 (s, 2H), 2.1*8 (s, 3Hj 
[1355] MS(M+1):331 - 
[1356] 

■[1357] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

4- methoxv-hut-2-invl ester (2151 • 

[1358] ' H NMR(DMSO-d 6 ): 5 10.05 (s, 1H), 9.00 (s, 1H), 4.76 (s, 2H), 4.1 1 (s, 2H), 3.88 

(s, 2H), 3.23 (s,3H), 2.17 (s,"3H) " 
[1359] MS(M+1): 255 . 
[1360] 

[1361] 6-Methvl-2-th ioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid " 

2.6-dimethvl- thienor3.2-dlthiazol-5-vlmethvl ester (2161 
[1362] 1 H NMR(DMSO-d ): 6 10.04 (s, 1H), 9.00 (s, 1H), 5.30 (s, 2H), 3.88 (s, 2H), 2.75 

(s, 3H), 2.38 (s, 3H), 2. 19 (s, 3H) 
[1363] MS(M+1): 354 
[1364] 

[1365] 6-Methvl-2-t hioxo-1 ■2.3.4-tetrahvdro-nvrimidine-5-carboxvlic acid 

5- methvlsulfanvl-thiophen-2-vlmethvl ester (2171 

[1366] 1 H NMR(CDCB): 6 7.31(s, 1H), 6.94-6.91(m, 2H), 6.29(s, 1H), 5.24(s, 2H), 

4.16(s, 2H), 2.50(s, 3H), 2.30(s, 3H) 
[1367] MS(M+1): 315 
[1368] 

[1369] 6-Methvl-2-thioxo-1 .2.3.4-tetrahvdro-ovrimidine-5-carbo xv1ic acid r2.2'1 

bithiophenvl-'S-vlmethvl ester (2181 
[1370] 1 H NMR(CDCB): 8 7.29(s, 1H), 7.24-6.98(m, 5H), 6.62(s, 1H), 5.28(s, 2H), 

4.17(s,2H),2 : 30(s,3H) 
[1371] MS(M+1): 351 
[1372] 

[1373] 6-Methvl-2-th ioxo-l .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid benzorbl 

thiophen-2-vlmethvl ester (2191 
[1374] ' H NMR(CDCB): 8 7.83-7.75(m, 2H), 7.37-7.30(m, 4H), 6.63(s, 1H), 5.42(s, 2H), 

4.19(s, 2H), 2.3 l(s, 3H) 
[1375] MS(M+1): 319 
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[1376] 

[1377] 6-Methvl-2-thioxh-1 ^A^-tetrahvdro-pvrimidine-S-carboxvUc acid 

.3-pvrrol,1 -vl-thiophen-2-vlmethvl ester (220) 
[1378] " " 4 H NMR(CDC13): 6 7.36(d, 1H), 7.20(s, 1H), 6.87(t, iu\ 6.53(s, 1H), 6.33(t, 1H), ' 

5.25(s,*2H); 4.14(s, 2H), 230(s, 3H) 
[1379] MS(M+1): 334 
{1380] 

[1381] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

S-^methvl-thiakol-S-vlVthiophen^-vlmethvl ester (22 n 
- [1382] . ' H NMR(CDCB): 5 7.28£d, 1H), 7.20(s, 1H), 7.02(d,'lH), 6.59(s, 1H), 5.32(s, 

2H),4.17(s,2H),2.75(s,3H),2.30(s,3H) 
[1383] MS(M+1):366 
* [1384] * 
[1385] 6-Methv1-2-t hioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

5-( l-methvl-5 -trifluoromethvl- lH-pvrazol-3-vlVthiophen-2-vlmethvl ester (222) 
[1386] ' H NMR(CDCB): 5 7.36(s, 1H), 7.13-7.08(m, 2H), 6.69(s, 1H), 6.63(s, 1H), 

5.34(s, 2H), 4.17(s, 2H), 4.02(s, 3H), 2.3 l(s, 3H) 
[1387] MS(M+1): 417 
[1388] 

[1389] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

1 .3-dimethvl-1H-thienor2.3-clpvrazol-5-v1methvl ester (223) 
[1390] 1 H NMR(CDCB): 5 7.37(s, 1H), 6.93(s, 1H), 6.70(s, 1H), 5.26(s, 2H), 4.15(s, 

2H), 3.88(s, 3H), 2.42(s, 3H), 2.30(s, 3H) 
[1391] MS(M+1): 337 
[1392] 

[1393] 6-Methvl-2-t hioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(benzothiazol-2-vlsn1fanvn-ethvl ester (224) 
[1394] 1 H NMR(DMSO-d ): 6 9.95 (s, 1H), 8.94 (s, 1H), 8.00 (d, 1H), 7.84 (d, 1H), 7.45 

(t, 1H), 7.35 (t, 1H), 4.40 (t, 2H), 3.82 (s, 2H), 3.65 (t, 2H), 2.14 (s, 3H) 
[1395] MS(M+1): 366 
[1396] 

[1397] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid benzotriazol- 
1-vlmethvl ester (225) 

[1398] 1 H NMR(DMSO-d ): 6 10.10 (s, 1H), 9.00 (s, 1H), 8.09 (d, 1H), 7.96 (d, 1H), 7.63 
(t, 1H), 7.45 (t, 1H), 6.69 (s, 2H), 3.81 (s, 2H), 2.14 (s, 3H) 
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[1399] MS(M+1):304 < 
[1400] ' - 

[1401] . w 6-Methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid benzothiazol- 

2-ylmgthyl ssiSLl22£l 

11402] 1 H NMR(DMSO-d ): 8 10.13 (s, IH), 9.09 (s, IH), 8. 12 <d, IH), 8.00 (d, IH), 7.52 

(t, IH), 7.45 (t, IH), 5.52 (s, 2H), 3.99 (s, 2H), 2.23 (s, 3H) 
[1403] MS(M+1):320 . 
[1404] * 
[1405] 6-Methv1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-(4-methoxv-benzvloxvVbenzvl ester (221) 
[1406] 1 H NMR(CDC13): 8 7.37-7.29(m, 41), 6.97 : 6.91(m, 41), 6.60(s, IH), 5.1 l(s, 2H), 

4.99(s,2H),4.15(s,2H),3.83(s,3H),2.28(s,3H) 
[1407] MS(M+1):399 
[1408] 

[1409] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-t-butoxvcarbonvloxv-benzvl ester (228) 
[1410] 1 H NMR(CDC13): 8 7.37(d, 2H), 7.21(s, IH), 7.17(d, 2H), 6.55(s, IH), 5.15(s, 

2H), 4.16(s, 2H), 2.29(s, 3H), 1.57(s, 9H) 
[1411] MS(M+1): 379 
[1412] 

[1413] 6-Methv1-2-thioxo-1 ^^^-tetrahvdro-nvrimidine-S-carboxvUc acid 

4-hvdroxv-benzvl ester (229) 
[1414] 1 H NMR(DMSO-d ): 8 9.61(s, IH), 7.21(d, 2H), 6.77(d, 2H), 4.44(s, 2H), 4.13(s, 

2H), 4.16(s, 2H), 2.29(s, 3H) 
[1415] MS(M+1): 279 
[1416] 

[1417] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

1- rto1uene-4-sulfonvn-lH-pvrrol-3-vlmethvl ester (230) 

[1418] 1 H NMR(DMSO-d ): 8 9.96(s, IH), 8.93 (s, 2H), 7.83(d, 2H), 7.43(d, 2H), 7.35(s, 

IH), 7.29(t, IH), 6.34(s, IH), 4.89(s, 2H), 3.84(s, 2H), 2.37(s, 3H), 2.06(s, 3H) 
[1419] MS(M+1): 406 
[1420] 

[1421] 6-Methvl-2-t hioxo-1 ^^^-tetrahvdro-nvrimidine-S-carboxvlic acid 

2- methvl-benzvl ester (23 1) 

[1422] ' H NMR(CDC13): 8 7.44(s, IH), 7.31-7.20(m, 41), 6.76(s, IH), 5.19(s, 2H), 
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4.l6(t,2.H),2.35(s,3H),2.29(s,3H) . 

[14231 . MS(M+1): 277 - 

[1424] 

[1425] 6-Methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid . 

S-methvl-thiophen-2-vlmethvl ester (2321 
[1426] . 1 H NMR(CDCB): 8 7.18(s, 1H), 6.87(d, 1H), 6.29(d, 1H), 6.51(s, 1H), 5.24(s, 

... 2H>, 4.15(s, 2H), 2.48(s, 3H), 2.29(s, 3H) 
[1427] MS(M+1):283 - 
[1428] 

[1429] . 6-Methvl : 2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

5-ph1oro-thiophen-2-vlmethvl ester (2331 
[1430] 1 H NMR(CDCB): 5 7.34(s, 1H), 6.86(d, 1H), 6.80(d, 1H), 6.66(s, 1H), 5.21(s, 

2H),4.15(s,2H),2.30(s,3H) . 
[1431] MS(M+1): 303 
[1432] 

[1433] 6-Methv1-2-thioxo-4-trifluoromethvl-1.2.3.4-tetrahvdro-nvrirnidine-5-carbQXvlic 
acid benzyl ester (2341 

[1434] 1 H NMR(DMSO-d ): 5 10.90 (s, 1H), 9.92 (s, 1H), 7.41-7.30 (m, 5H), 5.17 (q, 

2H), 4.88-4.79 (m, 1H), 2.33 (s, 3H) 
[1435] MS(M+1): 331 
[1436] 

[1437] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carbo xvlic acid thient>r2.3-b1 

thiophen-2-vlmethvl ester (2351 
[1438] 1 H NMR(DMSO-d ): 8 10.03 (s, 1H), 9.00 (s, 1H), 7.61 (d, 1H), 7.38 (s, 1H), 7.29 

(d, 1H), 5.33 (s, 2H), 3.89 (s, 2H), 2.20 (s, 3H) 
[1439] MS(M+1): 325 
[1440] 

[1441] 6-Methvl-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

4-ethoxv-hut-2-invl ester (2361 
[1442] 1 H NMR(DMSO-d ): 8 10.06 (s, 1H), 9.02 (s, 1H), 4.77 (t, 2H), 4. 16 (t, 2H), 3.89 

(s, 2H), 3.46 (q, 2H), 2.19 (s, 3H), 1.09 (t, 3H) 
[1443] MS(M+1): 269 
[1444] 

[1445] 6-Methvl-2-t hioxo-l ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 
4-propoxv-bu t-2-invl ester (2371 
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. [1446] 1 H NMR(DMSO-d ): 5 10.06 (s, 1H), 9.02 (s, 1H), 4.77 (s, 2H), 4.16 (s, 2H), 3.89 
(s, 2H), 3.37 (t, 2H), 2.19 (s, 3H), 1.56-1.45 (m, 2H), 0.85 (t, 3H) 
[1447] MS(M+1):283. . - • ' 

[1448] * ; 

[1449] 6-Methvl-2-thioxo- i.2.3.4-tetrahvdro-pvnmidine-5-carboxvlic acid benzoxazol- 

2- vlmethvl ester (2381 . 

[1450] * 1 H NMR(DMSO-d e ): 6 10.01 (s, 1H), 9.04 (s, 1H), 7.74 (t, 2H), 7.55-7.48 (m, 

. 2H), 5.39 (s, 2H), 3.95 (s, 2H), 2.20 (s,3H) '. . • . • 

[1451] MS(M+1):304 . 

[1452] - 

[1453] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carbox vlic acid 

3- thiophen-2- vl-prop-2-invl ester (2391 

[1454] 1 H NMR(CDC1 ): 6 7.30-7.27 (m, 2H), 7.20 (s, 1H), 7.0 (m, 1H), 6.68 (s, fti), 

4.98 (s, 2H), 4.2 1 (s, 2H), 2.32 (s, 3H) 
[1455] MS(M+1): 293 
[1456] 

[1457] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3-thiophen-3-vl-prop-2-invl ester (2401 
[1458] 1 H NMR(CDC1 ): 5 7.50 (d, 1H), 7.28 (m, 2H), 7.12 (d, 1H), 6.62 (s, 1H), 4.95 (s, 

2H), 4.21 (s, 2H), 2.33 (s, 3H) 
[1459] MS(M+1): 293 
[1460] 

[1461] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

1-methvl-lH -benzoimidazol-2-vlmethv1 ester (2411 
[1462] 1 H NMR(DMSO-d ): 8 10.04 (s, 1H), 8.99 (s, 1H), 7.58 (dd, 2H), 7.24 (dt, 2H), 

5.36 (s, 2H), 3.90 (s, 2H), 3.79 (s, 3H), 2.18 (s, 3H) 
[1463] MS(M+1): 317 
[1464] 

[1465] 6-Methvl-2-t hioxo-l .2.3.4,tetrahvdro-pvrimidine-5-carboxvUc acid 

3-methvl-3H-benzotriazol-5-vlmethvl ester (2421 
[1466] 1 H NMR(DMSO-d ): 5 9.99 (s, 1H), 8.97 (s, 1H), 8.01 (s, 1H), 7.83 (m, 1H), 7.56 

^ 7.38 (m, 1H), 5.25 (m, 2H), 4.29 (s, 3H), 3.92 (m, 2H), 2.18 (s, 3H) 
[1467] MS(M+1): 318 
[1468] 

[1469] 6-Methvl-2-th ioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 
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Vthiophen-3-vl-oropvl ester (243) " 
[1470] ' H NMR(CDC1 3 ): 5 7.28 (s, 1H), 6.95 (m, 2H), 6.61 (s, 1H), 4. 16 (t, 2H), 4. 1 1 (s, 

. 2H), 2.72 (t, 2H), 2.29 (s, 3H), 2.03 (m, 2H) , 
[1471] MS(fa+l):297 
[1472] 

[1473] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3- thiophen-3lvl-allvl ester (244) 

[1474] 1 H NMR(CDC1 ): 5 7.30 (m, 2H), 7.21 (d, 2H), 6.68 (s, 1H), 6.65 (s, 1H), 6. 14 (m, 

1H), 4.77 (d,2H), 4.18 (s,2H), 2.30 (s, 3H) , 
[1475] MS(M+1):295 
[1476] 

[1477] 6-Methv1-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvl>c acid 

4- allvloxv-but -2-invl ester (245) 

[1478] 1 H NMR(DMSO-d 6 ): 5 10.04 (s, 1H), 9.00 (s, 1H), 5.90-5.80 (m, 1H), 5.25-5.14 

(m, 2H), 4.76 (s, 2H), 4.17 (s, 2H), 3.96 (m, 2H), 3.88 (s, 2H), 2.18 (s, 3H) 
[1479] MS(M+1): 281 
[1480] 

[1481] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

4-n-methvl-prop-2-inv1oxvVhut-2-invl ester (246) 
[1482] 1 H NMR(CDC1 ): 5 7.32 (s, 1H), 6.65 (s, 1H), 4.79 (s, 1H), 4.72 (s, 2H), 4. 18 (s, 

2H), 2.3 l(s, 3H), 2.11 (s, 3H) 
[1483] MS(M+1): 293 
[1484] 

[1485] 6-Methvl-2-t hioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(2-bromo-thiophen-3-vlVethvl ester (2471 
[1486] 1 H NMR(DMSO-d^): 8 9.94 (s, 1H), 8.94 (s, 1H), 7.55 (d, 1H), 6.98 (d, 1H), 4.23 

(t,lH), 3.82 (s, 2H), 2.85 (t, 2H), 2.09 (s, 3H) 
• [148.7] MS(M+1): 362 

[1488] ' * 

[1489] 6-Methvl-2-thioxo- 1 .2.-3.4-tetrahvdro-pvrimidine-5-carboxvlic acid benzothiazol- 
6-vlmethvl ester (248) 

[1490] 1 H NMR(DMSO-d ): 5 10.00 (s, 1H), 9.39 (s, 1H), 8.97 (s, 1H), 8. 16 (s, 1H), 8.07 

(d, 1H), 7.53 (d, 1H), 5.25 (s, 2H), 3.93 (s, 2H), 2.19 (s, 3H) 
[1491] MS(M+1): 320 
[1492] 
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to 

[1493] 6-Methv1-2-thioxo-1.2.3.4 -tetrahvdro-nvrimidine-5-carboxvUc acid 

2- /2-fluoro-thiophen-3-vl)-ethvl ester (249) 

-[1494] 1 H NMR(CDC1 ): 6 7.19 (s, 1H), 6.60 (m, 2H), 6.55 (d, 1H), 4.31 (t,2H), 4.1 1 (s, 

" v * 2H), 2.88 (t,2H), 2.24 (s,3H) , .' 
[1495} MS(M+1):301 
[1496] 

[1497] 6-Methvl-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

3- fiiran-2-vl-pro'pvl ester (250) 

. [1498] ' H NMR(CDC1 ): 5 7.35 (s, 1H), 7.30 (d, 1H), 6.70 (s, 1H), 6.29 (d, 1H), 6.01 (dd, 
1H), 4.18 (t, 2H), 4.13 (s, 2H), 2.71 (t, 2H), 2.29 (s, 3H), 2.01 (quin, 2H) 
[1499] MS(M+1):281 
[1500] 

[1501] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carbo xvlie acid 

3-fiiran-2-v1-allvl ester (251) 
[1502] 1 H NMR(DMSO-d ): 5 9.99 (s, 1H), 8.98 (s, 1H), 7.63 (s, 1H), 6.53 (d, 1H), 

6.50-6.48 (m, 2H), 6.15 (dt, 1H), 4.70 (d, 2H), 3.93 (s, 2H), 2.20 (s, 3H) 
[1503] MS(M+1): 279 
[1504] 

[1505] 4-Fnuorometh v1-6-rnethvl-2-thioxo-1.2.3.4-tetrahvdro-nvrirnidine-5-carboxvUc 

acid 2-thiophen-3-vl-ethvl ester (252) 
[1506] ' H NMR(DMSO-d ): 5 10.3 (s, 1H), 9.35 (s, 1H), 7.48 (dd, 1H), 7.24 (d, 1H), 7.04 

(d, 1H), 4.35-4.18 (m, 3H), 4.18 (d, 1H), 4.06 (d, 1H), 2.94 (t, 2H), 2.16 (s, 3H) 
[1507] MS(M+1):315 
[1508] 

[1509] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid thiophen-3-vlmethvl ester (253) 
[1510] 1 H NMR(DMSO-d ): 5 10.3 (s, 1H), 9.38 (s, 1H), 7.56-7.50 (m, 2H), 7.15- 7.10 

• • . (tfi, 1H), 5.13 (s, 2H), 4.38-4.26 (m, 2H), 4.20-4.12 (m, 1H), 2.24 (s, 3H) 
[1511] MS(M+1):301 
[1512] • 

[1513] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvUc acid 

2-fiiran-3-vl-ethv1 ester (254) 
[1514] ' H NMR(DMSO-d ): 6 9.93 (s, 1H), 9.27 (s, 1H), 7.56 (s, 1H), 7.48 (s, 1H), 6.40 

(s, 1H), 6.29 (s, 2H), 4.18 (t, 2H), 3.86 (s, 2H), 2.70 (t, 2H), 2.26 (s, 3H) 
[1515] MS(M+1): 267 
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[1516] 

[1517^ 6-Methvl-2:ihioxo-1 ^.^^-tetr^hydro-Dyrimidine-S-carboxvlic acid 

2-thiophen-3-vl-lrmethvl-ethvl ester (255) 
[1518] ' HNMR(DMSO-d ): 8 9.36 (s, 1H), 8.97 (s, 1H), 7.51-7.49 (m, 1H), 7.43-7.41 

(m, 1H), 7.12-7.10 (m, 1H), 5.91 (q.lH), 3.89 (s, 2H), 2.18 (s, 3H), 1.48 (d, 3H) . 
[1519] MS(M+1):297 
[1520] 

[1521] 6-MethvN2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

2-mgthyl-t>gny,Pxa?;9l-6-y1 methyl ester (256) • 

[1522] ' H NMR(DMSO-d ): 6 9.99 (s, 1H), 8.96 (s, 1H), 7.66 (s, 1H), 7.63 (d, 1H>, 7.33 

(d, 1H), 5.19 (s,2H), 3.90 (s,2H), 2.59 (s,3H), 117 (s,3H) . 
[1523] MS(M+1): 318 • 
[1524] 

[1525] 6-Methvl-2-t hioxo- 1 ■2.3.4-tetrahvdro-pvrimidine-5-carboxv1ic acid 

2-(3-methvl-thiophen-2-v1)-ethvl ester (257) 
[1526] 1 H NMR(CDC1 ): 5 7.23 (s, 1H), 7.06 (s, 1H), 6.81 (d, 1H), 6.59 (d, 1H), 4.31 

(t,2H), 4. 1 5 (s, 2H), 3.08 (t, 2H), 2.26 (s, 3H), 2. 1 8 (s, 3H) 
[1527] MS(M+1): 297 
[1528] 

[1529] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(5-methv1-thiophen-2-v1)-ethvl ester (258) 
[1530] 1 H NMR(CDC1 ): 8 7.23 (s, 1H), 6.61 (m, 2H), 6.57 (d, 1H), 4.33 (t,2H), 4. 15 (s, 

2H), 3.09 (t, 2H), 2.47 (s, 3H), 2.26 (s, 3H) 
[1531] MS(M+1): 297 
[1532] 

[1533] 6-Methvl-2-t hioxo-l ^^^-tetrahvdro-pvrimidine-S-carboxvlic acid 

2-(4-fluoro-phenvl)-ethvl ester (259) 
[1534] ' H NMR(DMSO-d ): 8 9.94 (s, 1H), 8.94 (s, 1H), 7.27 (dd, 2H), 7.10 (dd, 2H), 

4.23 (t, 2H), 3.82 (s, 2H), 2.89 (t, 2H), 2. 10 (s,3H) 
[1535] . MS(M+1):295 " ^ 
[1536] 

[1537] 2-Thioxo- 1 .2 .3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 2-thiophen-3- vl-ethvl 
ester (261) 

[1538] ' H NMR(DMSO-d ): 8 9.97 (s, 1H), 8.95 (s, 1H), 7.48 (dd, 1H), 7.25 (d, 1H), 7.02 
(dd, 1H), 6.87 (s, 1H), 4.26 (t, 2H), 3.90 (s, 2H), 2.93 (t, 2H) 
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{1539] MS(M+1):269 
[1540] . 

:[1541] 4-HuoroWthvl-6^methv^ 

tcid 2-ethoxv-benzvl ester (263~> ^ 
[1542J 1 H NMR(DMSO-d ): 8 10.3 (s, 1H), 9.34 (s, 1H), 7.35-7. 27 (m, 2H), 7>6l (d, 1H), 

6.93 (t, 1H), 5.12 (q, 2H), 4.35-4.25 (m,'2H), 4.21-4.12 (m, 1H), 4.05 (q, 2H), 2.23 w (s, 

3H), 1.31 (t, 3H) 

[1543] MS(M+1):339 o 
[1544] - 

[1545] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carb6xvlic acid 

5-ethyl-foran-2-yllmethyl ester (2M) 
[1546] 1 H NMR(DMSO-d ): 5 10.0 (s, 1H), 8.95 (s, 1H), 6.38 (d, 1H), 6.06 (d, 1H), 5.01 

(s,' 2H), 3.85 (s, 2H), 2.60 (q, 2H), 2.17 (s, 3H), 1.15 (t, 3H) 
[1547] MS(M+1): 281 
[1548] 

[1549] 6-Methv1-2-t hioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-benzoxazol-2-vl-ethvl ester (265) 
[1550] ' H NMR(DMSO-d ): 5 9.93 (s, 1H), 8.93 (s, 1H), 7.68 (m, 2H), 7.34 (m, 2H), 4.49 

(m, 2H), 3.79 (s, 2H), 3.36 (m, 2H), 2.06 (s, 3H) 
[1551] MS(M+1):318 
[1552] 

[1553] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

2-(5-ethvl-thiophen-2-vlVethvlester(266^ 
[1554] 1 H NMR(CDC1 ): 5 7.20 (s, 1H), 6.60 (s, 1H), 6.34 (m, 2H), 4.34 (t, 2H), 4.15 (s, 

2H), 3.10 (t, 2H), 2.81 (m, 2H), 2.29 (s, 3H), 1.29 (t, 3H) 
[1555] MS(M+1):311 
[1556] 

[1557] * 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro -pvrimidine-5-carhoxv1ic acid 

« 2-n.3-dimethv1-lH-thienor2-3-c1nvra/ol-5-v1Vethvl ester (267) 
[1558] 1 H NMR(CDC1 ): 8 7.57 (s, 1H), 6.98 (s, 1H), 6.71 (s, 1H), 4.39 (t,2H), 4.15 (t, ' 

2H), 4.00 (s, 2H), 3.15 (t, 2H), 2.49 (s, 3H), 2.28 (s, 3H) 
[1559] MS(M+1): 351 
[1560] 

[1561] 4-Fluoromethvl-6-methvl- 2-tbioxo-1.2.3.4-tetrahvdro-r>vrimidine-5-carboxvUc 
acid 2-(2-bromo-thiophen-3-vlVethvl ester (268) 
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[1562] ' H NMR(CDC1 ): 6 7.54 (s, 1H), 7.24 (d, 1H), 7.04 (s, 1H), 6.82 (d, 1H), 

4.60-4.53 (m, 1H), 4.39-4.32 (m, 2H), 4.30-4. 16 (m, 2H), 2.98 (t, 2H), 2.28 (s, 3H) 
[1563] . MS(M+1):394 . • . 

[1564] . 

[1565] 4-Huoromethvl-6-methv1-2-thr6xo-1. 2ir4-tetrahvdro-Dvrinddine-5-carboxvUc 

acid 3-111^11611-3-^-31^1 ester (2691 ' 
[1566] 1 H NMR(CDC1 ): 5 7.64 (s, 1H), 7.30 : 7.20 (m, 3H), 7.12 (s, 1H), 6.69-6.66 (m, 

1H), 6.17-6.09 (m, 1H) 4.79-4.74 (m. 2H), 4.68-4.63 (m, 1H), 4.43-4.39 (m, 1H), 

4.31-4.18 (m, 1H), 2.35 (s,3H) 
[1567] MS(M+1):327 
[1568] 

[1569] 4-Ruorometh v1-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-nvrirnidine-5-carboxvUc 

acid 3-fiiran-2-vl-oropvl ester (270) 
[1570] 1 H NMR(CDC1 ): 5 7.53 (s, 1H), 7.31 (d, 1H), 7.04 (s, 1H), 6.29 (d, 1H), 6.02 (d, 

1H), 4.62-4.57 (m, 1H), 4.40-4.26 (m, 2H), 4.24-4.16 (m, 2H), 2.71 (m, 2H), 2.33 (s, 

3H), 2.06-1.99 (m, 2H) 
[1571] MS(M+1):313 
[1572] 

[1573] 4-F1uorometh vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-thiophen-3-vl-ethvl ester (2711 
[1574] 1 H NMR(CDC1 ): 5 7.67 (s, 1H), 7.31-7.19 (m, 2H), 7.04-6.96 (m, 3H), 4.62-4.56 

(m, 1H), 4.46-4.28 (m, 4i), 3.01(t. 2H) 
[1575] MS(M+1): 301 
[1576] 

[1577] 4-Benzvloxvmethvl-6-methvl-2-thioxo-1.2.3.4-teti^vdr o-pvrirnidine-5-carhoxvlic 

acid 2-thiophen-3-vl-ethvl ester (2721 
[1578] 1 H NMR(DMSO-d ): 5 10.2 (s, 1H), 9.24 (s, 1H), 7.46 (dd, 1H), 7.35-7.26 (m, 

5H),' 7.20 (d, 1H), 7.01 (d, 1H), 4.43 (q, 2H), 4.30-4.17 (m, 3H), 3.26 (dd,. 1H), 3.20 . 

(dd, 1H), 2.89 (t, 2H), 2.15 (s, 3H) 
[1579] MS(M+1): 403 
[1580] 

[1581] 6-Methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(2-ethoxv-phenvn-ethvl ester (2731 
[1582] ' H NMR(DMSO-d ): 5 9.92 (s, 1H), 8.94 (s, 1H), 7.21-7.10 (m, 2H), 6.94 (d, 1H), 

6.85 (t, 1H), 4.22 (t, 2H), 4.02 (q, 2H), 3.81 (s, 2H), 2.87 (t, 2H), 2.10 (s, 3H), 1.32 (t, 
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3H> ', ; 

[1583] MS(M+lj: 321 * 
[1584] 

[1585] 4,Fluoromethv 1-6-methvl-2-thi6xo- 1 .2.3.4-tetfah vdro-Dvrimidine-5-carboxvlic 

acid 2-(2-ettioxv-phenylVethvl ester (274) 
[1586] ' H NMR(CDC1 3 ): 6 8.13 (s, 1H), 7.49 (s, 1H), 7.18 (t, lH), 7.10 (d, 1H), 6.89-6.81 
. (m, 2H), 4.55 : 4.46 (m, 4.42-4.33 (m, 2H), 4.24 <d, 1H), 4. 18 (d,lH), 4.05 (q, 
• 2H), 3.01 (t, 2H), 2.26 (s, 3H), 1.41 (t, 3H) 
[1587] . MS(M+1): 353 
[1588] 

[1589] 4-F1uorometh v1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-nvrimidine-5-carboxvUc . 

acid 2-(2-fluoro-thiophen-3-vn-ethvl ester (V) ' 
[1590] 1 H NMR(CDC1 ):'5 7.53 (s, 1H), 7.25-7.23 (d, 1H), 7.04 (s, 1H), 4.60-4.53 (m, 

1H), 4.39-4.16 (m, 3H), 2.98-2.96 (t, 2H), 2.28 (s, 3H) 
[1591] MS (M+l): 333 
[1592] 

[1593] 6-Meth vl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2- cvclopropvl-ethvl ester (2') 

[1594] 1 H NMR(CDC1 ): 6 7.39 (s, 1H), 6.75 (s, 1H), 4.21 (t, 2H), 4.16 (s, 2H), 2.29 (s, 

3H), 1.56 (m, 2H), 0.71 (m, 1H), 0.48 (q, 2H), 0.10 (q, 2H) 
[1595] MS (M+l): 241 
[1596] 

[1597] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid cyclohex- 

3- envlmethvl ester m 

[1598] 1 H NMR(CDC1 ): 8 7.38 (s, 1H), 6.73 (s, 1H), 5.69 (m, 2H), 4. 16 (s, 2H), 4.06 (d, 

2H), 2.30 (s, 3H), 2.13 (m, 2H), 1.97 (m, 1H), 1.79 (m, 2H), 1.35 (m, 1H) 
[1599] MS (M+l): 267 

* 

[1600]* . . *>- . ' . 

[1601] 6-Methv1-4-phenv1-2-thioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic acid 

2-thiophen-3-vl-ethvl ester (4") 
[1602] 1 H NMR(CDC1 ): 6 7.89 (s, 1H), 7.31-7.20 (m, 7H), 6.87 (s, 1H), 6.86 (s, 1H), 

5.34 (d, 1H), 4.29 (t, 2H), 2.88 (t, 2H), 2.30 (s, 3H) 
[1603] MS (M+l): 359 
[1604] 

[1605] 6-Methvl-2-th ioxo-l .2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 
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2^3-methv1-thienof2.3-c1isothiazdl-5-vlVethvl ester (51 
[1606] 1 H NMR(DMSO-d_): 8 9.97 (1H, s), 8.98 (1H, s), 6.91 (1H, s), 4.30 (2H, t), 3.89 

(2H, s), 3. 12 (2H, t), 2.49 (3H, s), 2,14 (3H, s) 
[1607] .MS (M+l): 354 . ■ . ■ 

[1608] 

[1609] 6-MethvU2-thioxb-l ^^^-tetr^vdro-Dvrirnidine-^S-dicarboxvlic acid 4-ethvl 

ester 5-V2-thiophen-3-^i-ethvn ester (6i 
[1610]. ' H NMR(CDC1 ): 5 7.44 (s, 1H), 7.30 (m, 1H), 7.02 (d, 2H), 6.96 (m,.2H), 4.93 

(d, 1H), 4.40 (t, 2H), 4.20 (q, 2H), 3.00 (t, 2H), 2.30 (s, 3*H), 1 .27 (t, 3H) 
[1611] MS (M+l): 355 

[1612] i * '• .' ■ 

[1613] 8-Methv1-6-thioxo-5.7-dia7.a:spiror3 .51non-8-en-9-carboxvlic acid 

2- thiophen-3-v1-ethv1 ester C7''> 

[1614] 1 H NMR(CDC1 ): 5 7.34 (s, 1H), 7.30 (d, 1H), 7.09 (s, 1H), 7.05 (s, 1H), 6.99 (d, 
1H), 4.48 (t, 2H), 3.07 (t, 2H), 2.85 (m, 2H), 2.14 (m, 2H), 2.01 (s, 3H), 1.83 (m, 2H) 
[1615] MS (M+l): 323 
[1616] 

[1617] 6-Methvl-2-thioxo-4-trifluoromethvl-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-thiophen-3-v1-ethv1 ester f8'*> 
[1618] 1 H NMR(DMSO-d ): 5 8.30-7.80 (br, 2H), 7.48-7.43 (m, 1H), 7.27 (br, 1H), 

7.06-7.01 (m, 1H), 5.07 (q, 1H), 4.35-4.25 (m, 2H), 2.96 (t, 2H), 2.24 (s, 3H) 
[1619] MS (M+l): 351 
[1620] 

[1621] 6-Methvl-2-thioxo-l ■2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc acid 

3- thiophen-2-vl-propvl ester f9') 

[1622] 1 H NMR(CDC1 ): 8 7.29 (s, 1H), 7.15-7.13 (d, 1H), 6.94-6.92 (m, 1H), 6.81-6.80 
(d, 1H), 6.62 (s, 1H), 4.22-4.20 (t, 2H), 4.13 (s, 2H), 2.95-2.91 (t, 2H), 2.29 (s, 3H), 
2.09-2.02 (m, 2H) . . ' 

[1623] MS (M+l): 297 

[1624] 

[1625] 4-Ruorometh vl-6-rnethvl-2-thioxo-1.2.3.4-tetrahvdro-nvrimidine-5-carboxvUc 

acid 3-thiophen-2-vl-propvl ester (10') 
[1626] • ' H NMR(CDC1 ): 8 7.29 (s, 1H), 7.26 (s, 1H), 7.15-7.13 (d, 1H), 6.94-6.92 (m, 

1H), 6.80-6.79 (d, 1H), 4.60-4.54 (m, 1H), 4.40-4.38 (m, 1H), 4.28-4.19 (m, 3H), 

2.94-2.91 (t, 2H), 2.34 (s, 3H), 2.10-2.03 (m, 2H) 
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• - • • • - O 

[1627] MS(M+1):329 
«[1628] 

[1629] 6-Methvl-2-thioxo- 1 .2.3. 4-tetrahvdro-pvrimidine-5-carboxvlic acid 

lthiophen-5-yil ester CUD , 
[1630] 1 H NMR(DMSO-d ): 8 10.01 (s, 1H), 8.99 (s, 1H), 7.08 (s, 2H), 5.70-5.65 (m, 

• 2H), 3.80 (s, 2H), 3. 12-3.09 (rri, 2H), 2.75-2.71 (m, 2H), 2.24 (s, 3H) 
[1631] 'MS (M+l): 295 
[1632] — • 

[1633] ^-Methvl-2-thioxo- 1 .2.3.4-tetf ahvdro-Dvrimidine-5-carbQXvlic acid 
1.3-dichloro-5.6-d!hvdr6-4H-cvcloDeDt arc lthiopheo-4-vl ester (12") 

[1634] 1 H NMR(DMSO-d 6 ):*5 10.01 (s, 1H), 8.97 (s, 1H), 5.94-5.93 (m, 1H), 3.88-3.84 
(m, 2H), 2.80-2.70 (m, 2H), 2.65-2.57 (m, 1H), 2.30-2.20 (m, 1H), 2.17 (s, 3H) 

[1635] MS (M+l): 364 

[1636] 

[1637] 7-Methvl-5-thioxo-4.6-diaza-spiror2.5 loct-7-ene-8-carboxvlic acid 

2-thiophen-3-v1-ethvl ester (13") 
[1638] 1 H NMR(CDC1 ): 8 7.44 (s, 1H), 7.31 (d, 1H), 7.10 (s, 1H), 7.03 (s, 1H), 6.97 (d, 

1H), 4.36 (t, 2H), 3.00 (t, 2H), 2.05 (s, 2H), 1.34 (t, 2H), 0.72 (t, 2H) 
[1639] MS (M+l): 309 
[1640] 

[1641] 6-Methvl-2-thioxo-1 ^^^-tetrahvdro-pvrimidine-S-carboxvUc acid 

2- f3-nitro-DhenvlVethvl ester (14") 

[1642] 1 H NMR(CDC1 ): 5 8.13 (m, 2H), 7.56-7.49 (m, 1H), 7.23 (s, 1H), 6.59 (s, 1H), 

4.41 (t, 1H), 4.11 (s, 2H), 3.09 (t, 2H), 2.24 (s, 3H) 
[1643] MS (M+l): 322 
[1644] 

[1645] 4-Fluoromethyl-6-methyl-2-thioxo- 1 .2.3.4-tetrahvciro-pvrimidine-5-<arboxvlic 

• acid 3-chloro-4-methvl-thi6ohen-2-vlmethvl ester (15") 
[1646] 1 H NMR(DMSO-d e ): 8 10.36 (s, 1H), 9.39 (s, 1H), 7.40 (s, 1H), 5.29-5.21 (m, 

2H), 4.32-4.17 (m, 3H), 2.24 (s, 3H), 2.15 (s, 3H) 
[1647] MS (M+l): 350 
[1648] 

[1649] 4-Fluoromet hvl-2-thioxo-l ■2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

3- thiophen-2-v1-prnpv1 ester (16'V 

[1650] 1 H NMR(CDC1 ): 8 7.73 (s, 1H), 7.15-7.14 (d, 2H), 7.00 (s, 1H), 6.95-6.92 (m, 

3 
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... 1H), 6.81-6.80 *(d, 1H), 4.63-4.51 (m, 3H), 4.25-4.22 (t, 2H), 2.96-2.92 (t, 2H), 
2.11-2.04 (m,2H) 
[1651] MS (M+l): 315 
[1652] 

[1653] fj-Methvt-2-t hioxo-1.2.3.4-tetrahvdro-nvrirnidine-5-carboxvUc acid 

5-carboxv-pentvl ester M8"> 
[1654] 1 H NMR(DMSO-d ): 5 11.19 (1H, br), 9.94 (1H, s), 8.93 (1H, s), 4.01 (2H; t), 

3.87 (2H,s), 2.21-2.16 (5H,m), 1.60-1.28 (6H,m) _ 
[1655] MS(M+1):287 • 
[1656] . . 

[1657] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-nvrimidine-5-cafboxvlic acid 

5-octylcarbamoyl-pentyl ester (19') 
[1658] 1 H NMR(DMSO-d ): 5 9.96 (1H, s), 9.94 (1H, s), 8.95 (1H, s), 4.0 (2H, t), 3.88 

(4H, s), 3.60 (4H, s), 3.30 (9H, s), 3.00-2.98 (2H, m), 2.17 (6H, s), 2.02 (2H, t), 

1.16-1.23 (17H, m), 0.85 (3H, t) 
[1659] MS (M+l): 399 
[1660] 

[1661] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

9-carboxv-nonvl ester ( 20') 
[1662] 1 H NMR(DMSO-d ): 6 11.18 (1H, br), 9.93 (1H, s), 8.93 (1H, s), 4.01 (2H, t), 

3.87 (2H, s), 2.19-2.16 (5H, m), 1.57-1.46 (5H, m), 1.24 (12H, m) 
[1663] MS (M+l): 343 
[1664] 

[1665] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-pvrimidine-5-carhoxvlic acid 

1- chloro-5.6-dihvdro4H-cvclopentarc 1thiophen-4-vl ester (2D 

[1666] 1 H NMR(DMSO-d ): 8 9.96 (s, 1H), 8.95 (s, 1H), 7.23 (s, 1H), 5.76 (bs, 1H), 3.84 

(bs, 2H), 2.75-2.68 (m, 2H), 2.65-2.55 (m, 1H), 2.35-2.30 (m, 1H), 2.17 (s, 3H) 
[1667]. MS (M+l): 330 
[1668] 

[1669] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2- (5-ethvl-fiiran-2- vtt-ethv1 ester (22'^ 

[1670] 1 H NMR(CDC1 ): 5 7.37 (br s, 1H), 6.70 (br s, 1H), 5.94 (d, 1H), 5.87 (d, 1H), 
4.36 (t, 2H), 4.1 1 (s, 2H), 2.94 (t, 2H), 2.63-2.54 (m, 2H), 2.24 (s, 3H), 1.20 (t, 3H) 
[1671] MS (M+l): 295 
[1672] 
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[1673] 4-F1uoromethvl-6-methvl-2-thioxo-1.2.3.4-tetr^^ 

acid 2-r5-ethvl-fiiran-2-vlVethvl ester (23") 
[1674] 1 H NMR(CDC1 ): 5 7.85 (s, 1H), 7.26 (s, 1H), 5.95 (d, 1H), 5.87 (d, 1H), 

• . 4,62-4.53 "(m," 1H), 4.46-4.29 (m, 3H), 4.24-4. 17 (m, 1H), 2.95 (t, 2H), 2.59 (q, 2H), 
2.29 (s,3H), 1.20 (t,3H) '*".'" ' "• 

[1675] MS (M+l): 327 
[1676] . 

[1677] (/gV4-fluoromethvl-6-methvl-2-t}iio"xo-1.2^ 

ac>4 2-thK>ph<?n-3^yl-ethyl ester (24') 
[1678] 1 H NMR(DMSO-d ): 6 10.3 (s, 1H), 9.35 (s, 1H), 7.48 (dd, 1H), 7.24 (d, 1H), 7X)4 

(d, 1H), 4.35-4.18 (m, 3H), 4.18 (d, 1H), 4.06 (d, 1H), 2.94 (t, 2H), 2.16 (s, 3H) 
[1679] MS(M+1):315 
[1680] 

[1681] f^-4-fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-thiophen-3-vl-ethvl ester (25') 
[1682] 1 H NMR(DMSO-d ): 5 10.3 (s, 1H), 9.35 (s, 1H), 7.48 (dd, 1H), 7.24 (d, 1H), 7.04 

(d, 1H), 4.35-4.18 (m, 3H), 4.18 (d, 1H), 4.06 (d, 1H), 2.94 (t, 2H), 2.16 (s, 3H) 
[1683] MS(M+1):315 
[1684] 

[1685] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(5-nitro-thiophen-3-vlVethvl ester (26') 
[1686] ' H NMR(DMSO-d ): 6 9.95 (s, 1H), 8.96 (s, 1H), 8.09 (d, 1H), 7.78 (d, 1H), 4.28 

(t, 2H), 3.82 (s, 2H), 2.93 (t, 2H), 2.10 (s, 3H) 
[1687] MS (M+l): 328 
[1688] 

[1689] 4-F1uoromethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc 

acid 2-(2-bromo-thiophen-3-viy 1-methvl-ethvl ester (27') 
[1690] ' H NMR(DMSO-d ): 5 9.99 (1H, s), 9.10 (1H, s), 7.55-7.53 (1H, m), 6.94-6.90 

(1H, m), 5.08 (1H, q), 4.85-4,78 (1H, m), 4.06 (1H, d), 2.88-2.49 (2H, m), 2.35 (3H, 

s), 1.20 (3H, d) 
[1691] MS (M+l): 408 
[1692] 

[1693] 4-F1uoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvUc 

acid 2-f5-nitro-thiophen-3-vlVethvl ester (2%'} 
[1694] 1 H NMR(DMSO-d ): 6 10.26 (s, 1H), 9.34 (s, 1H), 8.10 (s, 1H), 7.79 (d, 1H), 

6 
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4.36-4.28 (m, 3H), 4.20 (t, 2H), 4.07 (m, 1H), 2.96 (t, 2H), 2.15 (s, 3H) 
[1695] MS (M+l): 360 

[1696] ■ . 

[1697] 9-Methvl-7-thioxo-6.8-d iaza-spiror4.5 1dec-9-ene- 1 6-carhoxvlic acid 

2-thiophei>3-v i-ethvl ester (29'V * * 

[1698] 1 H NMR(CDC1 ): 6 7.46 (s, 1H), 7.29 (d, 1H), 7.02 (s, II}), 6.97 (d, 1H), 6.65 (s, 

1H),'4.41 (C2H), 3.02#, 2H), 2.12 (m, 2H), 2.03 (S, 3H), 1.76-1.67 (m, 6H) 
[1699] MS (M+l): 337 . . « 

[1700] 

[1701] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carbox vlic acid 

5-methv1-n.2.41oxadiazol-3- v1methv1 ester (30") 
[1702] 1 H NMR(DMSO-d ): 6 10.12 (1H, s), 9.04 (1H, s), 5.21 (2H, s),.3.91 (2H,* s), 2.60 

(3H, s), 2.20 (3H, s) 
[1703] MS (M+l): 269 
[1704] 

[1705] 4-Fluommethv1-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc 

acid 3-phenvl- propyl ester (3D 
[1706] ' H NMR(CDC1 ): 5 7.60 (s, 1H), 7.31-7. 16 (m, 5H), 7.06 (s, 1H), 4.56-4.50 (m, 

1H), 4.39-4.36 (m, 1H), 4.27-4.15 (m, 3H), 2.72-2.68 (m, 2H), 2.33 (s, 3H), 2.05-1.98 

(m, 2H) 
[1707] MS (M+l): 323 
[1708] 

[1709] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid 2-(4-fluoro-phenvn-ethv1 ester (32'^ 
[1710] ' H NMR(CDC1 ): 8 7.77 (br s, 1H), 7.21 (br s, 1H), 7.21-7.1 1 (m, 2H), 7.02-6.94 

(m, 2H), 4.58-4.49 (m, 1H), 4.41-4.29 (m, 2H), 4.27-4.22 (m, 1H), 4.17-4.09 (m, 1H), 

2.95 (t, 2H), 2.23 (s, 3H) 
[1711] MS (M+l): 327 . 
[1712] 

[1713]. 4-Huoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid phenethyl ester (33'^ 
[1714] 1 H NMR(CDC1 ): 8 8.19 (s, 1H), 7.54 (s, 1H), 7.34-7.28 (m, 2H), 7.28-7.16 (m, 

3H), 4.57-4.48 (m, 1H), 4.45-4.31 (m, 2H), 4.27-4.21 (m, 1H), 4.15-4.08 (m, 1H), 2.97 

(t, 2H), 2.26 (s, 3H) 
[1715] MS (M+l): 309 
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[1716] 

[1717] 4-Fluoromethvl-6-methvl- 2-thioxo-1.23.4-tetrahvdrn-pvrimidine-5-carboxvUc 

acid 4-chloro-bsnzvl ester (34'Y 
[i718] 1 H NMR(CDC1 3 ): 8 7.69. (s, IH), 7.36-7.27 (m. 4H), 7.14 (s, IH), 5.19-5.12 (m, 

. 2H), 4.66-4.60 (m, IH), 4.38-4.24 (m, 2H), 2.33 (s, 3H). 
[1719] . MS (M+l): 330 
[1720] 

[1721] 4-Fluoromethvl-6-methvl-2 -thioxo^l.2.3:4-tetrahVdro-Dvrinudine-5-carboxvlic 
acid 3.5-dimethvl-benzvrester (35"> 
" [1722] ' 1 H NMR(CDC1 ): 8 7.93*(s, IH), 7.31 (s, IH), 7.04-6.95 (m, 3H), 5.16-5.09 (m, 
2H), 4.69-4.62 (m, IH), 4.42-4.24 (m, 2H), 2.34 (s, 3H), 2,33 (s, 6H) 
[1723] MS (M+l): 323 

[1724] ' 
[1725] 4-Fluorometh vl-6-n 1 ethv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidme-5-carboxvUc 

acid 5-chloro-2-methoxv-benzyl ester (36'^ 
[1726] 1 H NMR(CDC1 ): 8 7.60 (s, IH), 7.29-7.24 (m, 2H), 7.08 (s, IH), 6.84-6.81 (m, 

IH), 5.22-5.12 (m, 2H), 4.70-4.55 (m, IH), 4.40-4.27 (m, 2H), 3.83 (s, 3H), 2.33 (s, 

3H) 

[1727] MS (M+l): 360 
[1728] 

[1729] 4-Fluorometh v1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-trifluoromethvl-benzvl ester (37'^ 
[1730] 1 H NMR(CDC1 ): 8 7.73-7.45 (m, 5H), 7.00 (s, IH), 5.39 (s, 2H), 4.66-4.60 (m, 

IH), 4.39-4.25 (m, 2H), 2.34 (s, 3H) 
[1731] MS (M+l): 363 
[1732] 

[1733] 6-Methvl-2-thioxo-1.2.3.4-tetrahv(jro-pvrimidine-5-carbo thioic acid S - 

fiiraii-2-vlmethvl ester (38") 
[1734] 1 H NMR(CDC1 ): 8 7.34 (s, IH), 7.33 (s, IH), 6.70 (s, IH), 6.31-6.24 (m, 2H), 

4.26 (s, 2H), 4.23 (s, 2H), 2.31 (s, 3H) 
[1735] MS (M+l): 269 
[1736] 

[1737] 4-nuoromethv1-6-methv1- 2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carbothioic 

acid S-fiiran-2-vlmethvl ester (39") 
[1738] ' H NMR(CDC1 ): 8 7.53 (s, IH), 7.34 (s, IH), 7.07 (s, IH), 6.31-6.24 (m, 2H), 

3 
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4 v 74-4.23 (m, 5H), 2.-37 (s, 3H) . 
[1739] MS(M+1):301 
[1740] 

[1741] 6-Methvl-2-th ioxo-1 :2.3:4-teri-ahvdro-pvrimidine-5-carboxvUc acid 2-(4-methoxv-t 

hiophen-3-v1i-ethvl ester (40') 
[1742]^ 1 H NMR(CDC1 3 ): 5 7.21 (s, 1H), 6.91 (d, 1H), 6.53 (s, 1H), 6.21 (d, 1H), 4.34 (t, 

* 2H), 4. 15 (s,' 2H), 3.83 (s, 3H), 2.86 (t, 2H), 2.23 (s, 3H) 
[1743] MS (M+l): 313 . 
[1744] 

[1745] . 4-Fluoromethvl-6-methvl-2-thioxo-L2.3.4-tetrahvdro-pvrimidine-5^carboxvUc 

acid 2-( , 4-methoxv-thiophen-3-vn-ethv1 ester (41") 
[1746] 1 H NMR(CDC1 ): 5 7.67 (s, 1H), 7.13 (s, 1H), 6:91 (s, 1H), 6.22 (d, 1H), 4.58 (m, 

1H), 4.41-4.29 (m, 4H), 3.82 (s, 3H), 2.88 (t, 2H), 2.21 (s, 3H) 
[1747] MS(M+1):345 
[1748] 

[1749] 4-F1uorometh v1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc 

acid 2-(2-methoxv-phenylVethvl ester (42') 
[1750] 1 H NMR(DMSO-d ): 8 10.23 (s, 1H), 9.33 (s, 1H), 7.23-6.83 (m, 4H), 4.28-4.18 

(m, 3H), 4.13 (m, 1H), 4.03 (m, 1H), 3.76 (s, 3H), 2.88 (t, 2H), 2.14 (s, 3H) 
[1751] MS(M+1):339 
[1752] 

[1753] 4-nuoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvriniidine-5-carboxvlic 

acid 3-(4-methoxv-phenvlVpropvl ester (43") 
[1754] 1 H NMR(DMSO-d 6 ): 6 10.27 (s, 1H), 9.35 (s, 1H), 7.09 (d, 2H), 6.83 (d, 2H), 

4.38-4.18 (m, 3H), 4.03 (m, 2H), 3.70 (s, 3H), 2.58 (t, 2H), 2.22 (s, 3H), 1.85 (m, 2H) 
[1755] MS (M+l): 353 
[1756] 

[1757] 4-Fluoromethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid cvclohex-3-envlmethvr ester (44') 
[1758]- 1 1 H NMR(DMSO-d ): 8 10.27 (s, 1H), 9.34 (s, 1H), 5.64 (m, 2H), 4.38-4.15 (m, 

3H), 4.00-3.92 (m, 2H), 2.22 (s, 3H), 2.10-1.95 (m, 3H), 1.88 (m, 1H), 1.80-1.67 (m, 

2H), 1.23 (m, 1H) 
[1759] MS (M+l): 299 
[1760] 

[1761] 4-Fluororneth vl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 



WO 2004/111013 



91 



PCT/KR2004/001370 



acid 3-phenvl-prop-2-inv1 ester f45") 
[1762] kl H NMR(DMSO-d ): 8 10.37 (s, 1H), 9.42 (s, 1H), 7.50-7.35 (m, 5H), 4.99 (s, 

2H), 4.40-4.20 (m, 3H), 2.25 (s,. 3H) 
[1763] % MS (M+^):319 

[1764] ' ' 
[1765] 4-Fluoromethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-nvrirnidine-5-carboxvUc 

arid Z^en^xa^pl-^-ylsylfanylD-glhyl ester (46') 

[1766] 1 H NMR(DMSO-d ): 8 10.27 (s, 1H),^9.37 (s, 1H), 7.64 (m, 2H), 7.33 (rri, 2H), 

4.50-4.49 (m, 2H), 4.35-4.14 (m, 3H), 3.65 (m, 2H), 2.20 (s, 3H) 
[1767] MS (M+l): 382 
[1768] 

[1769] 6-Methvl-2-thioxo-l .2.3.4-tetrahvdro-r)vrimidine-5-carboxvlic acid 

. 5-methvl-isoxazol-3-vlmethvl ester (47") 
[1770] ' H NMR(CDC1 ): 8 7.44 (s, 1H), 6.74 (s, 1H), 6.01 (s, 1H), 5.20 (s, 2H), 4.17 (s, 

2H), 2.43 (s, 3H), 2.31 (s, 3H) 
[1771] MS (M+l): 268 
[1772] 

[1773] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pyrimidirie-5-carboxvlic 

acid 3-(2-oxo-hen7.othiazo1-3-vn-nropvl ester (4S"i 
[1774] 1 H NMR(DMSO-d ): 8 10.26 (s, 1H), 9.38 (s, 1H), 7.66 (d, 1H), 7.40-7.30 (m, 

2H), 7.20 (t, 1H), 4.40-4.00 (m, 7H), 2.21 (s, 3H), 2.00 (m, 2H) 
[1775] MS (M+l): 396 
[1776] 

[1777] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvriniidine-5-carboxvUc 

acid 3-(benzoxazol-2-vlsulianvlVpropvl ester (49') 
[1778] 1 H NMR(DMSO-d ): 8 10.27 (s, 1H), 9.40 (s, 1H), 7.60 (m, 2H), 7.30 (m, 2H), 

4.40-4.10 (m, 5H), 3.40 (m, 2H), 2.22 (s, 3H), 2.15 (m, 2H) 
[1779] MS (M+l): 396 

[1780] a 
[1781] 

4-nH-imidazo1-4-v1V6-methvl-2-thioxo 

acid 2-thiophen-3-vl-ethvl ester (50") 
[1782] 1 H NMR(DMSO-d ): 8 10.57 (s, 1H), 9.60 (s, 1H), 8.98 (s, 1H), 7.42 (m, 2H), 

7.13 (d, 1H), 6.92 (d, 1H), 5.35 (s, 1H), 4.23 (t, 2H), 2.84 (t, 2H), 2.25 (s, 3H) 
[1783] MS (M+l): 349 
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[1784] 

[1785] 4-Fluorometh vl-6-methvl-2-thioxo-l,2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc 

» 

. acid cvclohexvlmethvl ester (51") 
[17861 ' H NMR(DMSO-d g ): 6 '10.27 (s, 1H), 9.33 (s, 1H), 4.35-4. 19 (m. 3H), 3.89 (m, 

2H), 2.23 (s, 3H), 1.70-1.56 (m, 6H), 1.35-1.90 (m, 5H) 
[1787] MS (M+l): 301 

[1788] ' : '" 

[1789] 4-Ruorometh vl-6-methvl-2-thioxo-l^^ 

acid 3-(2-fluoro-thiophen-3-v1Vpropvl ester (52") 
[1790] 1 H NMR(CDC1 ): 5 7.55 (s, 1H), 7.07 (s, 1H), 6.96-6.93 (d, 1H), 6.61-6.58 (d, 

1H), 4.60-4.56 (m, 1H), 4.41-4.16 ,(m,4H),' 2.75-2.60 (m, 2H), 2.33 (s, 3H), 2.05-1.93 

(m, 2H) 
[1791] MS (M+l): 347 
[1792] 

[1793] 4-Huoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid 3-thiophen-3-vl-propv1 ester (53") 
[1794] 1 H NMR(CDC1 ): 5 7.82 (s, 1H), 7.27 (s, 1H), 7.25 (s,lH), 6.96-6.92 (m, 2H), 

4.59-4.54 (m, 1H), 4.40-4.18 (m, 4H), 2.75-2.71 (t, 2H), 2.34 (s, 3H), 2.05-1.98 (m, 

2H) 

[1795] MS (M+l): 329 
[1796] 

[1797] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 

2-(2-thiophen-3-vl-ethoxvVethvl ester (54") 
[1798] 1 H NMR(DMSO-d ): 5 9.98 (s, 1H), 8.99 (s, 1H), 7.43 (m, 1H), 7.19 (d, 1H), 7.00 

(m, 1H), 4.15 (t, 2H), 3.88 (s, 2H), 3.60-3.63 (m, «), 2.81 (t, 2H), 2.17 (s, 3H) 
[1799] MS (M+l): 327 
[1800] 

[1801] . 4-Fluorometh y1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrirnidine-5-carboxvlic 

acid 4-(benzothiazol-2-v1su1fanvn-butvl ester (55") 
[1802] 1 H NMR(DMSO-d ): 8 10.26 (s, 1H), 9.35 (s, 1H), 8.00 (d, 1H), 7.84 (d, 1H), 7.46 

(t, 1H), 7.36 (t, 1H), 4.35-4.08 (m, 5H), 3.39 (m, 2H), 2.20 (s, 3H), 1.90-1.75 (m, 4H) 
[1803] MS (M+l): 427 
[1804] 

[1805] 4-Fluoromethv1-6-methvl-2-thioxo-1.2.3.4-tetraJivdro-Pvrimidine-5-carbQXvllc 
acid 3-(4-fluorophenylVpropvl ester (56') 
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[1806] ' H NMR(CDC1 ): 8 7.55 (s, 1H), 7.14 (d, 2H), 7.05 (s, 1H), 6.99 (d, 2H), 4.62 (m, 

■ 1H), 4.42 (m, 2H), 4.20 (t, 2H), 2.70 <t, 2H), 2.34 (s, 3H), 2.01 (m, 2H) . 

{1807] MS (M+l): 341 

[1808] • 

[1809] ' 6-Fluorome<hvl-2-thfoxo- 1 .2,3.4-tetrahvdro-p vrimidine-5-carhox vlic acid 

2 : ttii?phgn-3-yl-ethyl ester (5T), 
[18i0] 1 H NMR(CDC1 '): 8 7.90 (br s, 1H), 7.30 (dd, iH), 7.01 (dd, 1H), 6.98 (br s, 1H), 

6.94 (dd, 1H), 5.52 (t, 1H), 5.40 (t, 1H), 4.36 (t, 2H), 4.13 (s, 2H), 2.99 (t, 3H) 
[1811] MS(M+l)f301 
[1812] 

[1813] 4-F1uommeth v1-6-methvi-2-thioxo:i.2.3.4-tetrahvdro-nvrimidine-5-carbQXvUc 

acid ^-henzorfelthioDhen-2-vl-nronvl ester (58') 
[1814] 1 H NMR(DMSO-d ): 5 10.1 1 (s, 1H), 9.24 (s, IH), 7.77 (d, 1H), 7.67 (d, 1H), 

7.33-7.25 (m, 2H), 7.06 (s, IH), 4.50-4.18 (m, 5H), 2.99 (t, 2H), 2.30 (s, 3H), 2.08 (t, 

2H) 

[1815] MS (M+l): 379 
[1816] 

[1817] 4-F1uoromethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dv rimidine-5-carboxvlic 
acid 3-4-rf2-met hoxv-ethvlVmethvl-amino l-nhenvl-pronvl ester (59") 

[1818] 1 H NMR(DMSO-d ): 5 10.28 (s, IH), 9.35 (s, IH), 6.98 (d, 2H), 6.62 (d, 2H), 

4.35-4.03 (m, 5H), 3.44 (m, 4H), 3.23 (s, 3H), 2.86 (s, 3H), 2.23 (s, 3H), 1.83 (m, 2H) 

[1819] MS (M+l): 410 

[1820] 

[1821] 4-Fluoromethv1-6-methvl-2 -thioxo-1.2.3.4-tetrahvdro-nvrimidine-5-carboxvUc 

acid 2-pentafluorophenvl-ethvl ester f60') 
[1822] 1 H NMR(DMSO-d 6 ): 8 10.31 (s, IH), 9.40 (s, IH), 4.30-4.03 (m, 5H), 3.07 (m, 

2H), 2.16 (s, 3H) 
[1823] MS (M+l): 399 

[1824] • ' - 

[1825] 4-Huoromethvl-6-methv1-2-thioxo-l-2.3.4-tetr ahvdro-nvrirriidine-5-carboxvlic 

acid 4-ttiiophen-3-v1-hutvl ester (61') 
[1826] 1 H NMR(DMSO-d ): 8 10.29 (s, IH), 9.37 (s, IH), 7.44 (m, IH), 7. 15 (d, IH), 

6.97 (d, IH), 4.29-4.34 (m, 2H), 4.28 (t, 2H), 2.61 (t, 2H), 2-22 (s, 3H),1.59-1.64 (m, 

m) 

[1827] MS (M+l): 343 
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[1828] • 
[1829] 4-F1uoromethvl-6-methvl-2-thioxo-1 .2.3.4-tetrahvdro-pvrimidine-'S-carboxvlic 

acid r2.2'lbithiophenvl-5-vlmethvl ester (62") 
[1830] 1 H NMR(CDCy: 6 7.56 (s, 1H), 7:18-7.00 (m, 5H), 7.23 (s, 1H), 5.30 (m, 2H), 

4.65 (m, 1H), 4.42-4.26 (m, 2H), 2131 (s, 3H) \ 
[1831] MS (M+l): 383 . ' 
[1832] * . .- 

[1833] 4-Fluoromethvl-6-methvl^-thioxq- 12.3.4^ 

acid 3-methvlsulfanvl-propvl ester (63") 
[1834] 1 H NMR(CDC1 ): 6 7.55 (s, 1H), 7.05 (s, 1H), 4.65 (m, 1H), 4.41 (m, 1H), 4.28 

(m, 2H), 2.57 (t, 2H), 2.34 (s, 3H), 2.12 (s, 3H), 1.97 (m, 2H) 
[1835] MS (M+l): 293 
[1836] 

[1837] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-nvrimidine-5-carboxvUc 

acid l-(4-methoxy-phenvl")-cvclopentvlrnethvl ester (64'') 
[1838] 1 H NMR(DMSO-d ): 6 10.22 (s, 1H), 9.28 (s, 1H), 7.22 (d, 2H), 6.85 (d, 2H), 

4.20-3.90 (m, 5H), 3.72 (s, 3H), 2.10 (s, 3H), 1.94-1.80 (m, 4H), 1.70-1.60 (m, 4H) 
[1839] MS (M+l): 393 
[1840] 

[1841] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-(2.3.5.6-tetrafluoro-phenv1Vethvl ester (65") 
[1842] 1 H NMR(DMSO-d ): 5 10.28 (s, 1H), 9.37 (s, 1H), 7.44 (m, 1H), 4.30-4.03 (m, 

5H), 3.00 (m, 2H), 2.16 (s, 3H) 
[1843] MS (M+l): 381 
[1844] 

[1845] 4-Fluoromethv1-6-methv 1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid l-(4-methoxv-phenvlVcvclopropvlmethvl ester (66") 
[1846] . ' H NMR(DMSO-d ): 6 10.23 (s, 1H), 9.30 (s, 1H), 7.21 (d, 2H),"6.85 (d, 2H), 

4.30-4.05 (m, 5H), 3.71 (s, 3H), 2.15 (s, 3H), 0.89-0.80 (m, 4H) 
[1847] MS (M+l): 365 . 
[1848] 

[1849] 6-Hvdroxvmethvl-2-thioxo- 1 .2.3.4-te trahvdro-Pvrimidine-5-carboxvlic acid 

2-thiophen-3-vl-ethvl ester (67") 
[1850] ' H NMR(DMSO-d ): 5 9.18 (s, 1H), 8.68 (s, 1H), 7.47 (dd, 1H), 7.25 (d, 1H), 7.03 

(dd, 1H), 5.62 (t, 1H), 4.47 (d, 2H), 4.25 (t, 2H), 3.92 (s, 2H), 2.92 (t, 2H) 



WO 2004/111013 95 PCT7KR2004/001370 
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[1851] MS (M+l): 299 

[1852] 

[1853] 

6-Methvl-4-(2-rnethv1,propane.2-su1fonv1me^ 

ine-5^carbox vlic acid 3-thioohen-3-vl-nropvl ester (68") 
[1854] ' H NMR(CDC1 ): 5 8.60 (s, 1H), 7.60 (s, 1H), 7.26 (dd, 1H), 6.98 (d, 1H), 6.95 

(dd, lH),'5.10-5.05 (mi 1H), 4.25-4.18 (m, 2H), 3.36 (dd, IH), 3.16 (d, IH), 2.75 (it, 

2H), 2.34 (s, 3H), 2.05-1.97 (m, 2H), 1.43' (s, 9H) 
[1855] ■ MS (M+l): 431 

[1856J . • 

.[1857] ■ 4-Fluoromethvl-6-methvl -2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5,carboxvUc 

acid 3.5-difluoro-henzvl ester (69") 
[1858] 1 H NMR(DMSO-d ): 6 10.35 (s, 1H), 9.39 (s, 1H), 7.22-7.11 (m, 3H), 5.13 (s, 

2H), 4.40-4.20 (m, 3H), 2.25 (s, 3H) 
[1859] MS (M+l): 331 
[1860] 

[1861] 4-Fluoromethvl-6-methvl-2-thioxo-L2.3.4-tetrahvdro-pvriniidine-5-carboxvlic 

acid 2-(3-chloro-phertvlVethvl ester (70'") 
[1862] ' H NMR(DMSO-d ): 5 10.26 (s, 1H), 9.35 (s, 1H), 7.35-7.21 (m, «), 4.34-4.03 

(m, 5H), 2.94 (t, 2H), 2.15 (s, 3H) 
[1863] MS (M+l): 343 
[1864] 

[1865] 6-Methvl-2-thioxo- 1 .2.3.4-tetrahvdro-p vrimidine-5-carboxvlic acid 

2.2-difluoro-2-thiophen-3-v1-ethv1 ester (7n 
[1866] 1 H NMR(DMSO-d ): 5 10.08 (s, 1H), 9.02 (s, 1H), 7.95 (d, 1H), 7.70 (m, 1H), 

7.28 (m, 1H), 4.67 (dd, 2H), 3.85 (s, 2H), 2.12 (s, 3H) 
[1867] MS (M+l): 319 

[1868] "" ■ ..*.•«.-. * 

[1869] 4^F1uorometh vl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 3-trifluoromethvlsulianVl-benzvl ester (72") 
[1870] ' H NMR(DMSO-d ): 5 10.35 (s, 1H), 9.39 (s, 1H), 7.74-7.54 (m, 4H), 5.24-5. 17 

(m, 2H), 4.39-4.20 (m, 3H), 2.24 (s, 3H) 
[1871] MS (M+l): 395 
[1872] ' 

[1873] 4-Huoromethvl-6-methvl-2-thioxo-1.23.4-tetrahvdro-pvriniidine-5-carboxvUc 
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acid l-methvl-3-thibphen-2-vl-proDvl ester (74") 
[1874] 1 H NMR(CDC1 ): 5 8.14 (s, 1H), 7.55-7.49 (d, 1H), 7.15-6.80 (m, 3H), 5.12-5.08 

(m, 1H), 4.67-4.27 (m, 3H), 2.93-2.86 (m, 2H), 2.37 (s, 3H), 2.10-1.92 (m, 2H), 

1.33-1.26 (m,3H) \ 
[1875] MS(M+1):343 
' [1876] ■ 
[1877] . 4-F1uoromethv1-6:methvl-2-thioxo-l .2:3;4-tetrahvdro-nvrimidine-5-carboxvUc 

acid 2-(2.6^difluoro-phenvD-ethvl ester (75'> 
[1878] 1 H NMR(DMSO-d 6 ): 5 10127 (s, 1H), 9.36 (s, 1H), 7.35 (m, 1H), 7.07 (m, 2H), 

4.30-4.00 (m,5H), 2.99 (m,2H), 2. 13 (s,3H) 
[1879] MS(M+1):345 
[1880] 

[1881] 4-Chloromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvri midine-5-carboxvlic 

acid 2-thiophen-3-vl-ethv1 ester (76") 
[1882] ' H NMR(CDC1 ): 5 8.21 (s, 1H), 7.29 (m, 1H), 7.04 (m, 1H), 6.97 (m, 1H), 

4.45-4.30 (m, 3H), 3.61 (ddd, 2H), 3.04 (m, 2H), 2.33 (s, 3H) 
[1883] MS(M+1):331 
[1884] 

[1885] 4-F1uoromethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc 

acid 2-(2-nitro-phenvD-ethvl ester (77") 
[1886] ' H NMR(DMSO-d 6 ): 8 10.28 (s, 1H), 9.36 (s, 1H), 7.97 (d, 1H), 7.66 (m, 2H), 

7.52 (m, 2H), 4.36 (t, 2H), 4.24-4.04 (m, 3H), 3.20 (t, 2H), 2.14 (s, 3H) 
[1887] MS (M+l): 354 
[1888] 

[1889] 4-nuoromethvl-6-methvl-2-thioxo-1.23.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 5-chloro-2-nitro-benzvl ester (78") 
[1890] ' H NMR(DMSO-d 6 ): 5 10.40 (s, 1H), 9.44 (s, 1H), 8.14 (d, 1H), 7.71 (m, 2H), 

5.43 (s, 2H), 4.37-4.18 (m, 3H),. 2.24 (s, 3H) 
[1891] MS (M+l): 374 ■» • 

[1892L . .. - 

[1893] 4-Flubrometh vl-6-meflivJ-2-thioxo-1.2.3.4-tetrahvdro-Dvrirnidine-5-carboxvlic 

acid-2-chloro-4-fluoro-benzvl ester (79'^ 
[1894] ' H NMR(DMSO-d ): 5 10.36 (s, 1H), 9.39 (s, 1H), 7.59-7.50 (m, 2H), 7.25 (m, 

1H), 5.18 (dd, 2H), 4.33-4.17 (m, 3H), 2.24 (s, 3H) 
[1895] MS (M+l): 347 
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[1896] 

[1897] 4-Dinu6rome thvl-6-methvl-2-thiox6-1.2.3.4-tetrahvdro-Dvrimidine-5-cait»oxvlic 

acid 2-thiophe n-3-v1-ethvl ester (80") 
[1898] . 1 H NMR(DMSO-d 6 ): 5 10,49 (s, 1H), 9.52 (s, 1H), 7.49-7.03 (m, 3H),' 5.82-5.54 

(m, 1H), 4.39-4.25 (m, 3H), 2.96-2.93 (t, 2H), 2.19 (s, 3H) 
[1899] . MS(M+1):333 

{1900] ... 

[1901] 4-nuoromethvl-6-methvl-2-thioxo-1.2:3.4-tetrahvdro-pvrimidine-5-carboXvUc- 

acid 5-chl6ro-2-methoxv-ben7.vl ester (81') 
[1901] 1 H NMR(DMSO-d ):' 5 10.33 (s, 1H), 9.36 (s, 1H), 7.38 (dd, 1H), 7.33 (d, 1H), 

7.07 (d, 1H), 5.07 (dd, 1H), 4.33-4. 17 (m, 3H), 3.8 1 (s, 3H), 2.23 (s, 3H) 
[1903] MS (M+l): 359 
[1904] 

[1905] 4-Fluommethv1-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc 

acid 3-chloro-4-methoxv-benzvl ester (82'") 
[1906] ' H NMR(DMSO-d ): 5 10.32 (s, 1H), 9.37 (s, 1H), 7.47 (d, 1H), 7.34 (dd, 1H), 

7.14 (d, 1H), 5.05 (dd, 2H), 4.33-4. 16 (m, 3H), 3.85 (s, 3H), 2.23 (s, 3H) 
[1907] MS (M+l): 359 
[1908] 

[1909] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-ch1oro-5-nitro-benzvl ester (S3') 
[1910] 1 H NMR(DMSO-d ): 5 10.41 (s, 1H), 9.44 (s, 1H), 8.35 (d, 1H), 8.24 (dd, 1H), 

7.83 (d, 1H), 5.30 (dd, 2H), 4.37-4.18 (m, 3H), 2.26 (s, 3H) 
[1911] MS (M+l): 374 
[1912] 

[1913] 4-F1uoromethvl-6-methvl-2 -thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvUc 

acid 2-(5-chloro-2-methoxy-phenvl)-ethvl ester (84') 
[1914] 1 H NMR(DMSO-d fi ): 8 10.26 (s, 1H), 9.37 (s, 1H), 7.25 (m, 2H), 6.97 (d, 1H), 

4.28-4.05 (m, 5H), 3.77 (s, 3H), 2.89 (t, 2H), 2.16 (s, 3H) 
[1915] MS (M+l): 373 
[1916] . 

[1917] 4-Fluoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvriniidine-5-carboxvlic 

acid 2-(3.5-difluoro-phenvlVethvl ester (85") 
[1918] '.H NMR(DMSO-d 6 ): 8 10.27 (s, 1H), 9.36 (s, 1H), 7.07 (m, 3H), 4.37-4.03 (m, 

5H), 2.96 (t, 2H), 2.15 (s, 3H) 
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[1919] MS(M+1):345 
[1920] 

..• [1921] 4-Ru6romethvl-6-methvl-2-thioxo-1-2.3.4-tetrah vdro-ovrimidine-5-carboxvlic 
acitf 2-r2-chloro-4-fluoro-phenvlVethvl ester (86T , . 

[1922] 1 H NMR(DMSO-d ): 5 : 10.28 (s, 1H), 9.36 (s, 1H), 7.43 (m, 2H), 7.18 (m, 1H), . 

4.32- 4.05 (m, 5H), 3.05 (m, 2H), 2. 16 (s, 3H) 
[1923] MS (M+l): 361 

[1924] : 

[1925] 4-Fluoromet hvl-6-methv1-2-thioxo-1 .l^^-tetrahydro-ovrirnidine-S-carboxvUc 

acid 2-f2-chloro-6-fluoro-phenvn-ethvl ester Y87'^ 
[1926] ' H NMRCDMSO-d^): 5 10.29 (s, 1H), 9.38 (s, 1H), 7.34 (m, 2H), 7.20 (m, 1H), 

4.33- 4.03 (m, 5H), 3.11 (m, 2H), 2.15 (s, 3Ii) 
[1927] MS (M+l): -361 

[1928] 

[1929] 4-Fluoromethvl-6-methv1-2-thioxo-1.2.3.4-tetrah vdro-pvrimidine-5-carbothioic 

acid S-phenethvl ester (88'^ 
[1930] 1 H NMR(DMSO-d ): 6 10.52 (s, 1H), 9.56 (s, 1H), 7.30-7.18 (m, 5H), 4.50-4.18 

(m, 5H), 3.15 (t, 2H), 2.83 (t, 2H), 2.26 (s, 3H) 
[1931] MS (M+l): 325 
[1932] 

[1933] 4-F1uoromethvl-6-rnethvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvUc 

acid 3.5-dichloro-benzvl ester (89") 
[1934] 1 H NMR(DMSO-d ): 5 10.35 (s, 1H), 9.39 (s, 1H), 7.22-7.11 (m, 3H), 5.13 (s, 

2H), 4.40-4.20 (m, 3H), 2.25 (s, 3H) 
[1935] MS (M+l): 364 
[1936] 

[1937] 4-Huoromethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-(3.4-difluoro-phenv1Vethvl ester (90'^ 
[1938] ' H NMR(DMSO-d ): 8 i0.28 (s, 1H), 9.36 (s, 1H), 7.35 (m, 2H), 7.11 (bs, 1H), 

4.28 (m, 3H), 4.16 (m, 1H), 4.04 (bs, 1H), 2.93 (t, 2H), 2.15 (s, 3H) 
[1939] MS (M+l): 345 
[1940] 

[1941] 4-Fluorometh v1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-r>vrirnidine-5-carboxvUc 

acid 3.4.5-trifluoro-benzvl ester (9H 
[1942] 1 H NMR(DMSO-d ): 8 10.28 (s, 1H), 9.36 (s, 1H), 7.35 (m, 2H), 7. 1 1 (bs, 1H), 

6 
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4.28 (m, 3H), 4.16 (m, 1H), 4.04 (bs, 1H), 2.93 (t, 2H), 2.15 (s, 3H) 
[1943] MS(M+1):349 . 
[1944] 

[1945] Example 1" 
119461 . .Synthesis of 

4- h\ droxymethyl-6-methy l-2-thioxo- 1 ^,3,4-tetrahydro-pyrimidine-5-carboxylic 
acid 2-(5-chloro-thiophen-2-yi)-ethyl ester (1") 

[1947] 5-Chloro-2-thiophenethanol (2.44 g, 15 mmol) Was introduced into a round 
* - bottomed flask, and dichloromethane (10 mi ) was added thereto. This solution was 

cooled using an ice bath. Thereto were slowly added diketene (1.89 g, 22.5 mmol), and 
triethylamine (0.2* m£ . 1.5 mmol). The resulting solution was warmed to room 
temperature, stirred for 3 hours, and water (10 mi ) was added thereto. The organic 
layer was dried over MgSO and distilled under reduced pressure to give 

4 

5- chloro-2-thiophenethyl acetoacetate (3.59 g) in the yield of 97%. Thus obtained 
5-chloro-2-thiophenethyl acetoacetate (2.47 g, 10 mmol), 4-methoxybenzyl isothiourea 
hydrochloride (2.79 g, 12 mmol), 4-methoxybenzyloxyacetaldehyde (2.16 g, 12 
mmol), potassium carbonate (5.52g, 20 mmol), and ethanol (100 mi ) were introduced 
into a round bottomed flask, and stirred at reflux for 2 hours. After completion of the 
reaction, ethanol was distilled under reduced pressure. To the filtrate were added water 
(30 mi ) and ethyl acetate (50 mi ). The organic layer was separated, dried, and purified 
by column chromatography (n-hexane/ethyl acetate=3/l, v/v) to give 6-methyl - 
2-(4-methoxybenzyl- 

thio)- 1 ,4-dihydro-pyrimidine-4-paranethoxybenzyloxymethyl-5-carboxylic acid 
2-(5-chlorothiophen)-2-yl-ethyl ester (3.53 g) in the yield of 60%. Thus obtained 
compound (2.93 g, 5 mmol), ethanethiol (1.85 mi , 25 mmol), trifluoroacetic acid (6 mi 
), and dichloromethane (6 mi ) were introduced into a round bottomed flask, and stirred 
at room temperature for 15 hours. After completion of the reaction, dichloromethane 
was distilled under reduced pressure. The residue was neutralized by aqueous sodium 
hydrogen carbonate solution, and ethyl acetate (50 mi ) was added thereto. The organic 
layer was separated, dried, and purified by column chromatography (n-hexane/ethyl 
acetete=l/l, v/v) to give the title compound (0.52 g) in the yield of 30%. When the 
purity of the title compound was low, it was further purified by preparative HPLC. 

[i948] 1 H NMR(CDC1 ): 8.7.72 (s, 1H), 7.61 (s, 1H), 6.73 (d, 1H), 6.60 (d, 1H), 4.45 (m, 
1H), 4.32 (t, 2H), 3.54 (t, 2H), 3.07 (t, 2H), 2.28 (s, 1H), 2.26 (s, 3H) 

[1949] MS(M+1): 347 
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[1950] 

[1951] Preparation 3 - " 

[1952] Synthesis of 4-methoxybenzyloxyacetaldehyde 

[1953J 2-Buten-l,4-diol (0.88 g, lOmmol), sodium hydride (0.88 g, 22mmol), and 

NjN'-dimethylfonranide (30 mi ) were introduced into a round bottomed flask, which 
was then stirred. 4-Methoxybenzyl chloride (3.45g, 22 mmol) was slowly added 
thereto under stirrihg. After completion of the reaction, diethylether (100 mi ) was 
added thereto, and the organic layer was separated, dried, and purified by column chro- 
matography (n-hexane/ethyl acetate=3/l, v/v) to give 

l,4-bis(para-methoxybenzyloxy)-2-butene (3.45 g) in a yield of 95%. Thus obtained 
compound was dissolved in diehloromethane (30 mi ), and ozone was added thereto at 
-78 °C for 1 hour. After completion of the reaction, dimethylsulfide (10 mi ) was added 
thereto, and the resulting mixture was stirred at room temperature for 3 hours. After 
completion of the reaction, diehloromethane was distilled under reduced pressure: The 
residue was purified by column chromatography (n-hexane/ethyl acetate=3/l, v/v) to 
give the title compound (1.0 g) in the yield of 55%. 

[1954] 1 H NMR(CDC1 ): 5 9.72 (s, 1H), 7.32 (d, 2H), 6.92 (d, 2H), 4.59 (s, 2H), 4.09 (s, 
2H), 3.82 (s, 3H) 

[1955] MS(M+1): 181 

[1956] 

[1957] Preparation 4 

[1958] Synthesis of 4-methoxybenzylisothiourea hydrochloride 

[1959] 4-Methoxybenzyl chloride (2.35 g, 15 mmol), thiourea (1.14 g, 15 mmol), and 
ethanol (100 mi ) were introduced into a round bottomed flask, and the mixture was 
stirred at reflux for 2 hours. After completion of the reaction, ethanol was distilled 
under reduced pressure. The residue was solidified by adding diethylether (100 mi ) 
and dried to give the title compound (3.49 g) in the yield of 99%. 

[1960] 1 H NMR(DMSO-d 6 ): 5 9.22 (s, 3H), 7.35 (s, 1H), 6.93 (d, 1H), 4.44 (s, 2H), 3.74 
(s,3H) ; 

[1961] MS(M+1):233 

[1962] 

[1963] Example 2" 

[ 1 964] Synthesis of 4-methoxymethyl-6-methyl-2-thioxo-l,2,3,4- tetrahydro- 

pyrimidine-5-carboxylic acid 2-thiophen-3-yl-ethyl ester (2") 
[1965] 3-Thiophen-2-yl-ethybcetopcetate (0.64 g, 3 mmol) obtained by reacting 
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3-thiophen-2-ethanol and diketene according to the same procedure as Exanple 1, 
methoxyacetaldehyde dimethybcetal (0.43 g, 3.6 mmol), 4-methoxybenzyl isothiourea 
hydrochloride (0.83 g, 3.6 mmol), potassium carbonate (0.83 g, 6 mmol), and ethanol 
(30 vd ) were introduced into a round bottomed flask,, and the mixture was stirred at 
reflux for 2 hours. After completion of the reaction, ethanol was distilled under 
* reduced pressure. To the filtrate were added water (30 M ) and ethyl acetate (50 m£ ), 
and the organic layer was separated, dried, and purified by column chrouHtography 
i(n-hexane/ethyl acetate=3/l, y/v) to give 6-methyl-2-(4-methoxybenzylthio) - 
l,4-dihydro : pyrimidine-4-methoxymethyl- 5-carbpxylic acid 3-thioptieri-2-yl-ethyl 
ester (0.80 g) in the yield of 60%.. thus obtained compound (0.45 g, 1 mmol), 
ethaftethiol (1.85 m£ , 25 mmol), trifluoroacetic acid (6 mi ), arid dichloromethane (6 mi 
> were introduced into a round bottomed flask, and the mixture was stirred at room 
temperature for 15 hours. After completion of the reaction, dichloromethane was 
distilled under reduced pressure. The residue was neutralized by aqueous sodium 
hydrogen carbonate solution, and ethyl acetate (50 mi ) was added thereto. The organic 
layer was separated, dried, and purified by column chromatography (n-hexane/ethyl 
acetate=l/l, v/v) to give the title compound (98 mg) in the yield of 30%. When the 
purity of the title compound was low, it was fiirther purified by preparative HPLC. 

[1966] 1 H NMR(DMSO-d ): 6 10.10 (s, 1H), 9.18 (s, 1H), 7.47 (m, 1H), 7.24 (d, 1H), 

7.20 (m, 1H), 4.23-4.33 (m, 2H), 4.18 (t, 1H), 3.18 (s ,3H), 3.03-3.17 (m, 2H), 2.93 (t, 
2H), 2.14 (s, 3H) 

[1967] MS(M+1): 327 

[1968] 

[1969] Alcohols and diketenes were reacted according to the sane procedure as Example 
2", and the resulting acetoacetates were reacted with 4-methoxybenzylisothioureas, 
and alkylated or fimctionalized carbonyl compounds according to the same procedure 
as Example 1" or 2" to give the following compounds. 

[1970] . ' , . 

[1971] 4-^vdroxvm ethvl-6-methvl-2-thioxo-L2.3^ 
acid 2 : thiophen-3-vl-ethvl ester (3") „ 

[1972] 1 H NMR(CDC1 ): 5 8.26 (s, 1H), 8.24 (s, 1H), 7.28 (dd, 1H), 7.02 (dd, 1H), 6.96 
(d, 1H), 4.42-4.30 (m, 3H), 3.55-3.48 (m, 2H), 3.38 (br s, 1H), 3.00 (t, 2H), 2.25 (s, 
3H) 

[1973] MS(M+1):313 
[1974] 
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[197S] . 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.23.4-teti^vdro-Dvrimidine-5-carboxvlic 

arid 3-thiophen-2-vl-propvl ester (4"1 
[1976] ' H NMR(CDC1 ): 8 8.14 (s, 1H), 8.10 (s, 1H), 7.15-7.10 (m; 1H), 6.94-6.89 (m, 
. . 1H), 6-81-6.77 (m, 1H), 4.45-4.40 (m, 1H), 4.20 (t, 2H), 3.68-3.58 (m, 2H), 3.27-3.20 

(m, 1H), 2.92 (t, 2H), 2.32 (s, 3H), 2.05 (quin, 2H) 
[1977] MS(M+1): 327 
[1978] 

,[1979] 4-Hvdroxvmeth'vl-6-methvl-2-thioxo- 1 : 2.3.4-tetrahvdro-Dv rimidine-5-carboxvlic 

acid 2-f4rfluoro-phenylVethy^ ester f5") 
[1980] ' H NMR(CDC1 ): 5 7.66 (br s, 1H), 7.57 (br s, 1H), 7.20-7. 1 1 (m, 2H), 7.05-6.95 

(m, 2H), 4.40-4.29 (m, 3H), 3.5 1 (d, 2H)", 2.95 (t, 2H), 2.50 (br, 1H), 2.24 (s, 3H) 
[1981] MS(M+1): 325 
[1982] 

[1983] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-ovrimidine-5-carboxvlic 

acid 3-thiophen-3-vl-propvl ester (6"^ 
[1984] 1 H NMR(CDC1 ): 8 7.67 (s, 1H), 7.59 (s, 1H), 7.30-7.25 (m, 1H), 6.99-6.92 (m, 

2H), 4.44-4.38 (m, 1H), 4.18 (t, 2H), 3.68-3.57 (m, 2H), 2.73 (t, 2H), 2.53 (br, 1H), 

2.32 (s, 3H), 2.07-1.98 (m, 2H) 
[1985] MS(M+1): 327 
[1986] 

[1987] 4-Hvdroxvmethvl-6-meth v1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-(2-bromo-thiophen-3-ylVl-methvl-ethvl ester (7") 
[1988] 1 H NMR(DMSO-d ): 8 9.97 (1H, s), 9.05 (1H, s), 7.55-7.53 (1H, m), 6.94-6.90 

(1H, m), 5.08 (1H, q), 4.85-4.78 (1H, m), 4.06 (1H, d), 2.88-2.49 (2H, m), 2.49 (3H, 

s), 1.19 (3H,d) 
[1989] MS(M+1): 406 
[1990] 

[1991]- 4-Hvd^oxvme thvl-6-methvl-2-thioxo-1.2.3.4-tetraAvdro-Dvrimidine-5-carboxvlic 
acid benzvl ester (8") 

[1992] 1 H NMR(DMSO-d ): 8 9.97 (1H, s), 9.05 (1H, s), 7.50-7.34 (5H, m), 5.18 (2H, s), 

4.85-4.78 (2H, m), 4.06 (1H, d), 2.49 (3H, s) 
[1993] MS(M+1): 293 
[1994] 

[1995] 4-Hvdroxvmethvl-6-meth vl-2-thioxo-1.2.3.4-tetrahvdro-pvriniidine-5-carboxvlic 
acid 2-(2-methoxv-phenvlVethvl ester (9") 
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[1996] * 1 H NMR(DMSO-d_): 6 9.95 (s, 1H), 9.03 (s, 1H), 7.21 (t, 1H), 7.15 (d, 1H), 6 : 96 
(d, 1H), 6.86 (t, 1H), 4.80 (t, 1H), 4.19 (t, 2H), 4.02 (bs, 1H), 3.19 (m, 2H), 2.87 (t, 
2H),2.12(s,3H) 

[1997] MS(M+1):337" " . ' • '■ , 

[1998] 

[1999] * 4-Hvdroxvme thvl-6-methv1-2-thioxo:i.2.3.4-tetrahvdro-nvrimidine-5-carboxvlic 

" acid 2^2-bromo-thioph en-3-vlVethvl ester (1Q'"> 
[2000] ' H NMR(CDC1 ): 6 7.51 (s, 1H), 7.31 Js, 1H), 7.25 (d, 1H), 6.83 (d, 1H), . 

4.39-4.34 (m, 3H), 3.51 (t, 2H), 2.97 (m, 2H), 2.26 (s, 3H), 2.20 (t, 1H) 
[2001] MS(M+1):392 " •• 

[2002]. 

[2003] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-nvrimidme-5-carboxvU<? 

acid 2-f2-ethoxv-phenvl')-ethvl ester Ql'"> 
[2004] 1 H NMR(CDC1 ): 8 7.64 (s, 1H), 7.59 (s, 1H), 7.23-7.16 (m, 1H), 7.12 (d, 1H), 

6.90-6.82 (m, 2H), 4.43-4.30 (m, 3H), 4.04 (q, 2H), 3.48-3.42 (m, 2H), 3.04-2.95 (m, 

2H), 2.35 (t, 1H), 2.24 (s, 3H), 1.41 (t, 3H) 
[2005] MS(M+1):351 
[2006] 

[2007] 4-Hvdroxvmethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvriniidine-5-carboxvlic 

acid 2-(4-dimethvlatniho-phenvl')-ethvl ester (12'") 
[2008] ' H NMR(DMSO-d ): 5 9.99 (s, 1H), 9.07 (s, 1H), 7.60-7.25 (m, 4H), 4.30-4.19 

(m, 2H), 4.05-3.98 (m, 1H), 3.22-3.10 (m, 2H), 3.05 (s, 6H), 3.95-3.85 (m, 2H), 2.13 

(s, 3H) 

[2009] MS(M+1): 350 
[2010] 

[2011] 4-Hvdroxvmethv1-6-methvl -2-thioxo-1.2.3.4-tetrahvdro-Dvrirnidine-5-carbQXvlic 

acid 3-(2-fluoro-thiophen-3-vl')-propvl ester (13") 
[2012]. 1 H NMR(CDC1 ): 5 7.56 (s, 1H), 7.38 (s, 1H), 6.96-6.92 (d, 1H), 6.61-6.57 (d, 

1H), 4.44-4.38 (m, 1H), 4.20-4.15 (t, 2H), 3.66-3.63 (t, 2H), 2.74-2.59 (m, 2H), 2.40 

(s, 1H), 2.32 (s, 3H), 2.04-1.92 (m, 2H) 
[2013] MS(M+1): 345 
[2014] 

[2015] 4-Hvdroxvmethv1-6-methvl- 2-thiox6-1.2.3.4-tetrahydro-nvrirnidine-5-carbQXYUc 

acid 3-phenvl-propvl ester (14'") 
[2016] ' H NMR(CDC1 ): 8 7.59 (s, 1H), 7.42 (s, 1H), 7.31-7.16 (m, 5H), 4.39-4.36 (m, 

3 
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1H), 4.204.16 (t, 2H), 3.62^3.59 (t, 2H), 2.72-2.68 (t, 2H), 2.45 (s, 1H), 2.31 (s, 3H), . 

2.04-1.97 (m, 2H) 
[2017] MS(M+1):321 
12018] - . 
[2019] 

4-r 1 -Hvdroxv -eth v1V6-rnethv1-2-thioxo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 
acid 3-thiophen-3-yl-propvl ester (15"1 
*[2020] 1 H NMR(CDC1 .): 6 8.10 (s, 1H), 7.66 (s, 1H), 7.28-7.22 (m, 1H), 7:04-6.91 (m, 
2H), 4.25-4. 15 (rA, 4H), 2.77-2.70 (m,*2H), 2.34 (s, 3H), 2.05-1.96 (m, 2H), 1.17 (d, 
3H) 

[1021] MS(M+1): 341 ... 
[2022] 

[2023] 4-Hvdroxvm ethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-(2-thiophen-3-v1-ethoxvVethv1 ester (16"^ 
[2024] 1 H NMR(CDC1 ): 5 7.66 (s, 1H), 7.54 (s, 1H), 7.25 (m, 1H), 7.01 (m, 1H), 6.96 

(m, 1H), 4.40-4.43 (m, 1H), 4.22-4.35 (m, 2H), 3.69 (t, 2H), 3.66-3.67 (m, 2H), 

3.56-3.63 (m, 2H), 2.91 (t, 1H), 2.29 (s, 3H) 
[2025] MS(M+1): 357 
[2026] 

[2027] 4-Hvclroxvmethvl-6-methvl-2-thioxo-1.2.3.4-teti^ 

acid 3-tt-methvl-thioDhen-2-vlVnror)v1 ester (M") 
[2028] 1 H NMR(CDC1 ): 8 7.61 (s, 1H), 7.44 (s, 1H), 7.05 (d, 1H), 6.80 (d, 1H), 4.42 (m, 

1H), 4.20 (t, 2H), 3.63 (m, 2H), 2.83 (t, 2H), 2.46 (m, 1H), 2.33 (s, 3H), 2.16 (s, 3H) 

2.01 (m, 2H) 
[2029] MS(M+1): 341 
[2030] 

[2031] 4-H<>droxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetraJivdro-Dv rimidine-5-carboxvlic 

acid 5-phenvl-pentvl ester C18'") 
[2032] 1 H NMR(CDC1 ): 5 8.22 (2H, s), 7.30-7.09 (5H, m), 4.43 (1H, d), 4. 15-4. 1 1 (2H, 

m), 3.61-3.59 (2H, m), 2.64-2.61 (2H, m), 2.29 (3H, s), 1.70-1.64 (4H, M), 1.44-1.32 

(2H, m) ^ 
[2033] MS(M+1): 349 
[2034] 

[2035] 4-Hvdroxvme thvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Pvrimidine-5-carbQXvlic 
acid 3-(5-ethvl-furan-2-vlVpropvl ester (19'") 
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X2036] ' H NMR(CDC1 ): 5 7.58 (s, 1H),.7.33 (s, 1H), 5.89 (d, 1H), 5.86 (d, 1H), 4.43 (m, 
• 1H), 4:20 (t, 2H), 3.63 (m, 2H), 2.67 (m, 2H), 2.59 (m, 2H), 2.38 (s, 1H), 2.29 (s, 3H), 
2.00 (m,2H), 1.25 (t,3H) 
[2037] MS(M+I): 339 

[20381 ■ " 

[2039] 4-Ethvlcarbmovloxvmeth v1-6-methvl-2-thioxo-1.23.4-tetrahvdro-Dvrimidine-5 
carboxvlic acid 3-thiophen-2-vl-propvl ester (20"* 

[2040] ' H NMR(CDC1 ): 5 '8.00.(br s, 1H), 7.46 (br s, IB), 7.13.(4, .1H), 6.92 (dd, 1H), 

6.81 (d, 1H), 4.85 (br s, 1H), 4.60-4.51 (m, IB), 4.28-4- 18 (m, 2H), 4.1 8-4.00 (m, 2H), 
3.28-3.15 (m, 2H), 2.93 (t, 2H), 2.33 (s, 3H), 2.06 (quin, 2H). 1.14 (t, 3H) 

[2041] MS(M+1): 398 

[2042] • 

[2043] 4-Acetoxvme thvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carb6xvUc 

acid 2-thiophen-3-vl-ethvl ester (21 "t 
[2044] 1 H NMR(DMSO-d ): 6 10.24 (s, 1H), 9.25 (s, 1H), 7.46 (m, 1H), 7.24 (d, 1H), 

7.03 (m, 1H), 4.24-4.30 (m, 3H), 3.81-3.92 (m, 2H), 2.94 (t, 2H), 2.15 (s, 3H), 1.98 (s, 

3H) 

[2045] MS(M+1): 355 
[2046] 

[2047] 4-Acetoxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid 3-thiophen-3-vl-propvl ester (22"^ 
[2048] ' H NMR(DMSO-d ): 6 10.26 (s, 1H), 9.27 (s, 1H), 7.45 (m, 1H), 7.17 (d, 1H), 

6.99 (m, 1H), 4.32 (bs, 1H), 4.02-4.09 (m, 2H), 3.91-4.00 (m, 2H), 2.66 (t, 2H), 2.23 

(s, 3H), 1.99 (s, 3H), 1.87-1.94 (m, 2H) 
[2049] MS(M+1): 369 
[2050] 

[205 1 ] 4-Acetoxvmethv1-6-me"thv1-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine- 5-carboxvlic 

acid 3-thiophen-2-vl,nroDvl ester (23'") 
[2052] 1 H NMR(CDC1 ): 5 7.93 (s, 1H), 7.32 (s, 1H), 7.13 (m, 1H), 6.92 (m, 1H), 6.80 (d, 

1H), 4.52-4.56 (m, 1H), 4.18-4.24 (m, 2H), 3.99-4.14 (m, 2H), 2.92 (t, 2H), 2.34 (s, 

3H), 2.10 (s, 3H), 2.02-2.07 (m, 2H) 
[2053] MS(M+1): 369 
[2054] 

[2055] 4-Hvdroxvmethvl-6-methv1-2-thioxo-1.2.3.4-tetr ahvdro-pvrirnidine-5-carhoxv1ic 
acid 3-naphthalen-l-vl-propvl ester (24") 
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[2056] 1 H NMR(DMSO-cT) : 5 10.02 (1H, s), 9.11 (1H, s), 8.06-7.35 (7H, m), 4.09 (1H, 

tf, 4.16-4.08 (3H, m), 3.1 1 (2H, t), 2.22 (3H, s), 1.99 (2H, t) 
[2057] MS(M+1):371 , 
[2058] - • 

[2059] 4-Hvdroxvmethvl-6-methyl-2-tKioxo-L^ 

acid 4-thioohen-3-vl-butvl ester (25'") 
[2060] ' H NMR(DMSO-d 6 ): 6 10.02 <s, 1H), 9.Q9 (s, 1H), 7.44 (m, 1H), 7.15 (d, 1H), 

6.98 (d, 1H), 4.89 (t, 1H), 4.02-4. 10 (m, 3H), 3.24-3.29 (m, 2H), 2;61 (t, 2H), 2. 19 (s, 

3H), 1.60-1.64 (m, 4H) 
[2061] MS(M+1):341 

[2062] • . ' © . 

[2063] 4-Acetoxvmethvl-6-methvI-2-thioxo-1.2.3.4-tetraJi'vdro-Dvrimidine-5-carboxvUc 

acid 4-thiophen-3-vl-butvl ester (26") 
[2064] 1 H NMR(DMSO-d 6 ): 5 10.28 (s, 1H), 9.29 (s, 1H), 7.44 (m, 1H), 7. 15 (s, 1H), 

6.98 (d, 1H), 4.32 (d, 1H), 3.96-4.07 (m, 3H), 3.88-3.91 (m, 1H), 2.61 (t, 2H), 2.22 (s, 

3H), 1.98 (s, 3H), 1.60-1.64 (m, 4H) 
[2065] MS(M+1): 383 
[2066] 

[2067] 4-Hvdroxvmethvl-6-meth vl-2-thioxo-1. 2.3.4- tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-(4-benzvloxv-phenvl')-ethvl ester (27'") 
[2068] ' H NMR(DMSO-d ): 5 9.99 (s, 1H), 9.07 (d, 1H), 7.30-7.45 (m, 5H), 7.15 (d, 2H), 

6.93 (d, 2H), 5.07 (s, 2H), 4.84 (t, 1H), 4.16-4.22 (m, 2H), 3.19-3.24 (m, 2H), 2.83 (t, 

2H), 2.13 (s, 3H) 
[2069] MS(M+1): 413 
[2070] 

[207 1 ] 4-Hvdroxvrn ethv1-6-rnethvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid biphenvl-4-vlmethvl ester (28"') 
[2072] ' H NMR(DMSO-d .): 5 10.09 (s, 1H), 9. 14 (d, 1H), 7.67 (d, 4H), 7.35-7.47 (m, 

5H), 5.16 (s, 2H), 4.93 (t, 1H), 4.13 (d, 2H), 3.24-3.30 (m, 2H), 2.24 (s, 3H) 
[2073] MS(M+1): 369 
[2074] 

[2075] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-teti^vdro-pvrimidiDe-5-carboxvlic 

acid 3-methvlsulfanvl-propvl ester (29'") 
[2076] ' H NMR(CDC1 ): 5 7.57 (s, 1H), 7.38 (s, 1H), 4.45 (m, 1H), 4.26 (t, 2H), 3.62 (m, 

2H), 2.57 (t, 2H), 2.44 (s, 1H), .2.32 (s, 3H), 2.12 (s, 3H), 1.97 (m, 2H) 
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[2077] MS(M+1):291 . • . 

[2078] • ' ' 

[2079] 6-Meftvl-4-(2-methvl-propajie-2-sulfonvlm^ 

pvrimidine-5-carboxvlic acid 2-f2-ethoxv-phenv1Vethv1 ester (30'") 
[2080] ' H NMR(CDC1 ): 5 8.00 (s, 1H), 7.54 (s, 1H), 7.21-7.13 (m, 2H), 6.90-6.81 (m, 

2H), 5.00-4.95 (m, 1H), 4.41 (t, 2H), 4.04 (q, 2H), 3.23 (m, 2H), 3.07-2.95 (m, 2H), 

2.24 (s,3H), 1.41 (t,3H) 
[2081] MS(M+1): 455 ' • \* '• 

[2082] 

[2083J 4-Hvdroxvme Avl.-6-methvl-2-thioxo-i.2.3.4-teti^vdro-Dvrimidine-5-carboxvlic 

acid 2-f3-chloro-phenvn-ethvl ester (31'") 
[2084] ' H NMR(DMSO-d ): 5 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m, 4H), 4.80 (bs, 

1H), 4.26 (m, 2H), 4.03 (m, 1H), 3.20 (m, 2H), 2.92 (m, 2H), 2. 1 1 (s, 3H) 
[2085] MS(M+1): 341 
[2086] 

[2087] 4-Hvdroxvmethvl-6-methvl-2-thioxo -1.2.3.4-tetrahvdro-pvrirnidine-5-carhoxvlic 

acid 2-f3-nitro-phenvl')-ethvl ester (32"') 
[2088] 1 H NMR(DMSO-d ): 5 9.97 (s, 1H), 9.05 (s, 1H), 8. 15 (s, 1H), 8.09 (d, 1H), 7.74 

(d, 1H), 7.60 (t, 1H), 4.77 (t, 1H), 4.32 (m, 2H), 4.02 (m, 1H), 3.19-3.06 (m, 4H), 2.10 

(s, 3H) 

[2089] MS(M+1): 352 
[2090] 

[2091] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 3-trifluoromethvlsulfanvl-benzvl ester (33 ,,: ) 
[2092] 1 H NMR(DMSO-d ): 5 10.06 (s, 1H), 9. 1 1 (s, 1H), 7.72-7.54 (m, 4H), 5.23-5. 15 

(m, 2H), 4.96-4.94 (m, 1H), 4.15-4.14 (m, 2H), 2.21 (s, 3H) 
[2093] MS(M+1):393 
[2094] 

[2095] 4-Hvdroxvmethv1-6-methvl-2-thioxo-1.2.3:4-tetrahvdro-ovrirnidine-5-carboxvlic 

acid 3.5-dichloro-benzvl ester (34"') 
[2096] ' H NMR(DMSO-d ): 8 10.10 (s, 1H), 9.13 (d, 1H), 7.57 (bs, 1H), 7.44 (bs, 2H), 

5.12 (dd, 2H), 4.91 (t, 1H), 4.14 (m, 1H), 3.25 (m, 2H), 2.22 (s, 3H) 
[2097] ' MS(M+1):362 
[2098] 

[2099] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 
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acid 2-(4-chloro-phenvn-ethvl ester (35") 
[2100] 1 H NMR(DMSO-d.): 8 9.99 (s, 1H), 9.05 (s, 1H), 7.31 (dd, 4i), 4.82 (t, 1H), 4.24 

(m, 2H), 4.01 (m, 1H), 3.18 (m, 2H), 2.90 (m, 2H), 2.1 1 (s, 3H) 
[2101] MS(M+1):341 - - . . . - 

[2102] 

[2103] . 4-Hvdroxvme thvl-6-methvi-2^thioxo- 1 :2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-cvclopentvl-ethyi ester (36") 
[2104] ' H NMR(CDC1 ): 8 7.27 (2H, s), 7.01-6.90 (3H, m),5.30 (1H, s), 4.04-4.03 (2H, 

m), 2.81 (1H, d), 2.75-2.71 (2H, m), 2.29 (3H, s), 2.02-1.91 (3H, m), 1.80-1.74 (2H, 

m) 

[2105] MS(M+lT: 299 
[2106] 

[2107] 4-Hvdroxvm"ethv1-6-meth v1-2-thioxo-L 

acid 2-(3.5-dimethv1-phenvn-ethv1 ester (37'"> 
[2108] ' H NMR(DMSO-d ): 8 10.00 (1H, s), 9.07 (1H, s), 4.87 (1H, t), 4.09-4.03 (3H, 

m), 3.30-3.24 (2H, m), 2.20 (3H, s), 1.81-1.72 (3H, m), 1.62-1.47 (6H, m), 1.12-1.07 

(2H, m) 
[2109] MS(M+1):335 
[2110] 

[2111] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.23.4-teti^vdro-pvrirnidine-5-carboxvlic 

acid 2-r3-trifluoromethvl-phenvn-ethv1 ester (38") 
[2112] ' H NMR(DMSO-d ): 8 9.97 (1H, s), 9.07 (1H, s), 6.83 (3H, s), 4.81 (1H, s), 4.19 

(2H, d), 4.03 (1H, s), 3.20 (2H, s), 2.80 (2H, s), 2.23 (6H, s), 2.13 (3H, s) 
[2113] MS(M+1):375 
[2114] 

[2115] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pyrimidine-5-carbQXvlic 

acid 2-(2.6-difluoro-phenvn-ethvl ester (39"1 
[2116] 1 H NMR(DMSO-d ): 8 9.97 (s, 1H),.9.05 (s, 1H), 7.34 (m, 1H), 7.07 (m, 2H), 4.78 

(bs, 1H), 4.23 (m, 2H), 4.00 (m, 1H), 3.15 (m, 2H), 2.97 (m, 2H), 2.10 (s, 3H) 
[2117] MS(M+1):343 
[2118] * 

[2119] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetraJivdro- pvrimidine-5-carboxvlic 

acid 3-phenvl-prop-2-invl ester (40") 
[2120] ' H NMR(DMSO-d ): 8 10.11 (s, 1H), 9.14 (s, 1H), 7.45-7.35 (m, 5H), 4.98 (s, 

2H), 4.91 (t, 1H), 4.13 (m, 1H), 2.23 (s, 3H) 
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[2121] MS(M+1):317 

[2122] • « 

[2123] : 4-Hvdroxvmethvl-6-methvl,2-thioxo- 1 .23.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-f2-chloro-pheiiylVethyl ester (41") 
[2124] 1 H NMR(DMSO-d ): 8 9.98 (s, 1H), 9!05 (s, 1H), 7.44-7.25 (m, 4H), 4.80 (t, 1H), 

. 4.28 (m, 2H), 4.03 (m, 1H), 3.18 (m, 2H), 3.04 (m, 2H), 2.12 (s, 3H) 
[2125] MS(M+1): 341 " 

[2126] . — m . 

{2127] 4-Hvdroxvmethv1-6-methvl-2-thioxo- 1 .2.3:4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-(3.4-dichloro-phenvl)-ethvl ester (42") 
[2128] ' H NMR(DMSO-d^): 8 9.98 (s, 1H), 9.06 (s, 1H), 7.54 (m, 2H), 7.25 (m, 1H), 4.80 

(t, 1H), 4.26 (m, 2H), 4.02 (m, iH), 3. 19 (m, 2H), 2.92 (m, 3H), 2. 1 1 (s, 3H) 
[2129] MS(M+1): 376 
[2130] 

[2131] 4-Hvdroxvmethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine- 5-carboxvlic 

acid 2^(2.4-dichloro-phenv1)-ethvl ester (43") 
[2132] ' H NMR(DMSO-d ): 8 10.00 (s, 1H), 9.06 (s, 1H), 7.60 (d, 1H), 7.38 (m, 2H), 

4.81 (t, 1H), 4.27 (m, 2H), 4.03 (m, 1H), 3.18 (m, 2H), 3.04 (m, 2H), 2.13 (s, 3H) 
[2133] MS(M+1): 376 
[2134] 

[2135] 4-Acetoxvmethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvUc 

acid 2-(3-chloro-phenvlVethvl ester (44") 
[2136] 1 H NMR(DMSO-d ): 8 10.25 (s, 1H), 9.27 (d, 1H), 7.35-7.21 (m, <H), 4.27 (m, 

3H), 4.03 (dd, 2H), 3.90-3.77 (ddd, 2H), 2.93 (t, 2H), 2.13 (s, 3H), 1.98 (s, 3H) 
[2137] MS(M+1): 383 
[2138] 

[2139] 4-Hydroxymethvl-6-methvl-2-thioxo-1.2.3.4-te 

acid 2-(4-methvlsulfanv1-phenv1)-ethv1 ester (45") 
[2140] ' H NMR(CDC1 ): 8 7.46 (s, 1H), 7.25 (d, 2H), 7.20 (s, 1H), 7. 17 (d, 2H), 

4.40-4.34 (m, 3H), 3.50 (m, 2H), 2.96 (t, 2H), 2.50 (s, 3H), 2.20 (s, 3H), 2.10 (t, 1H) 
[2141] MS(M+1):353 
[2142] 

[2143] 4-Hvdroxvmethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 3-phenoxv-benzvl ester (46") 
[2144] 1 H NMR(DMSO-d ): 8 10.06 (s, 1H), 9.10 (s, 1H), 7.40 (m, 3H), 7.13 (m, 2H), 

6 



WO 2004/111013 



110 



PCT/KR2004/001370 



6.96 (m, 5H), 5. 1 1 (dd, 2H), 4-88 (t, IH), 4.09 (m, IH), 3.24 (m, 2H), 2. 19 (s, 3H) 
[2145] MS(M+1):385 . 
[2146] 

[2147] 4-Hvdroxymethvl-6-methv1-2-thioxo-^ 

acid 5-chloro-2-nitro-benzvl ester f47") 
[2148] 1 H NMR(DMSO-d ): 8 10.14 (s, IH), 9.17 (s, IH), 8.15 (d, 1H),.7.72 (m, 2H£ 

5.43 (dd, 2H), 4.93 (t, IH), 4. 12 (m, IH), 3.28 (m, 2H), 2.21 (s, 3H) 
[2149] MS(M+1):372 " ■ • 

[2150] : * *• * 

[2151] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-chloro : 4-fluoro-henzv1 ester (48'"> 
[2152] ' H NMR(DMSO-d ): 8 10.08 (s, IH), 9. 1 1 (s, IH), 7.58-7.50 (m, 2H), 7.25 (m, 

• IH), 5.16 (dd, 2H), 4.88 (t, IH), 4.09 (m, IH). 3.23 (m, 2H), 2.21 (s, 3H) 
[2153] MS(M+1): 345 
[2154] 

[2155] 4-Ethoxvcarbonvloxvmethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5- 

carboxvlic acid 2-(3-chloro-phenvlVethvl ester (49") 
[2156] 1 H NMR(DMSO-d ): 8 10.25 (s, IH), 9.30 (s, IH), 7.35-7.21 (m, 2H), 4.28 (m, 

3H), 4.12 (m, 2H), 3.85 (ddd, 2H), 2.94 (t, 2H), 2.13 (s, 3H), 1.21 (m, 3H) 
[2157] MS(M+1): 413 
[2158] 
[2159] 

4-Methanesulfonvloxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carb 

oxvlic acid 3.5-dichloro-benzvl ester (50"^ 
[2160] ' H NMR(DMSO-d ): 8 7.58 (s, IH), 7.50 (m, 2H), 5.31 (m, 2H), 5.19 (bs, 2H), 

5.02 (d, IH), 4.35-4.17 (m, 2H), 3.15 (s, 3H), 2.28 (s, 3H) 
[2161] MS(M+1): 440 
[2162] 

[2163] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 3-trifluoromethvl-berizvl ester (51"') 
[2164] 1 H NMR(DMSO-d ): 8 9.98 (IH, s), 9.07 (IH, s), 7.63-7.54 (4i, m), 4.80 (IH, s), 

4.30 (2H, d),4.01 (IH, s), 3.17 (2H, s), 3.03-3.01 (2H, m), 2.50 (3H, s) 
[2165] MS(M+1): 361 
[2166] 

[2167] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Pvrimidine-5-carboxvlic 
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acid l-(4-ch1oro-phenvlVcvclopropvlrnethvl ester (52"1 
[2168] 1 H NMR(DMSO-d> S 9.97 (s, 1H), 9.01 (s, 1H), 7.30 (q, 4.80 (bs, 1H), 4. 16 

(q, 2H), 4.00 (m, 1H), 3.17 (m, 2H), 2.11 (s, 3H), 0.96-0.89 (m, 4H) 
(2169] ' MS(M+'l): 3*67 . . -. 

[2170] ■"" ' . 

[2171] 4-HvdroXymethvl-6-methvl-2-thiioxo-0^ 

- acid 2-f2.4.6-trifluoro-phenv1Vethv1 ester (53"V ' 
[2172] ' H NMR(DMSO-d ): 5 9.99 (s, 1H), 9.06 (s, 1M), 7.16 (t, 2H), 4.78 (t, 1H), 

4.25-4.15 (m, 2H), 3.99 (m, 1H), 3.16 (m, 2H), 2.93 (m, 2H), 2.1 1 (s, 3H) 
[2173] MS(M+1): 361 
[2174] 

[2175] 4-Hvdroxv methvl-6-methvl-2-thioxo-1 .2.3.4-tetrahvdro-Dvrirnidihe-5-carboxvlic 

acid 2-(5-chloro-2-nitro T phenvlVethvl ester (54'") 
[2176] ' H NMR(DMSO-d ): 8 9.99 (s, 1H), 9.09 (s, 1H), 8.02 (d, 1H), 7.67 (s, 1H), 7.60 

(d, 1H), 4.80 (bs, 1H), 4.33 (bs, 2H), 4.01 (bs, 1H), 3.19 (m, 4H), 2.11 (s, 3H) 
[2177] MS(M+1): 386 
[2178] 

[2179] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdiX)-pvrimidine-5-carboxvlic 

acid 2-(3-fluoro-4-methv1-phenvlVethvl ester(55"^ 
[2180] 1 H NMR(CDC1 ): 5 7.28 (s, 1H), 7.63 (s, 1H), 7.13 (m, 1H), 6.89 (m, 1H), 

4.40-4.33 (m, 3H), 3.53 (t, 2H), 2.95 (t, 2H), 2.59 (s, 1H), 2.27 (s, 3H) 
[2181] MS(M+1): 339 
[2182] 

[2183] 4-Hvdroxvm ethv1-6-methv1-2-thioxo-1 .2.3.4- tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-r5-chloro-2-methoxv-phenvlVethvl ester(56") 
[2184] 1 H NMR(DMSO-d ): 5 9.97 (s, 1H), 9.07 (s, 1H), 7.24 (m, 2H), 6.96 (d, 1H), 4.80 

(t, 1H), 4.20 (t, 2H), 4.02 (m, 1H), 3.77 (s, 3H), 3.19 (m, 2H), 2.87 (m, 2H), 2.12 (s, 

3H) ... 
[2185] MS(lto+l'): 371 
[2186] 

[2187] 4-Hvdr6xvm ethvI-6.methvl-2-thioxo-1.2.3.4-teti^vdro-pvrirnidine-5-carboxvlic 

acid 2-(3.5-difluoro-phenvlVethvl esterr57'") 
' [2188] ' H NMR(DMS O-d ): 5 9.99 (s, 1H), 9.06 (d, 1H), 7.03 (m, 3H), 4.80 (t, 1H), 4.28 

(m, 2H), 4.00 (m, 1H), 3.17 (m, 2H), 2.94 (t, 2H), 2.1 1 (s, 3H) 
[2189] MS(M+1): 343 
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[2190] . • 

[2191] 4-Hvdroxvmethvl-6-methvl-2-thioxo-^ 

acid 2-(2-chloro-4-fluoro-phenvl)-ethvl ester (58") 
[2192] .. 1 H NMR(DMSO-d ): 5 10.00 (s, 1H), 9.07 (d, 1H), 7.43 (m, 2H), 7,17 <m, 1H), 

4.8 1 (t, 1H), 4.26 (t, 2H),. 4.02 (m, 1H), 3. 19 (m, 2H), 3.03 (t, 2H), 2. 13 (s, 3H) 
[2193] MS(M+1): 359 
[2194] ' 

[2195] 4-Hvdroxvmethvl-6-methvl-2-thioxo- 1 ■2.3.4-tetrahvdro-Dvrifnidine-5 -carboxvlic 

acid 2-f2-ctiloro-6-fluoro-phenvlVethvl ester (59") 
[2196] ' H NMR(DMSO-d^): 5 9.99 (s, 1H), 9.07 (s, 1H), 7.33 (m, 2H), 7.20 (m, 1H), 4.78 

(t, 1H), 4.31-4.19 (m, 2H), 4.02 (m, 1H), 3.16^3.07 (m,4H), 2.11 (s, 3H) 
[2197] MS(M+1): 359 
[2198] 

[2199] 4-Hvdroxvme thvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrirnidine-5-carboxvlic 

acid 2-(4-ethoxv-phenvl)-ethvl ester (60") 
[2200] 1 H NMR(DMSO-d^): 5 10.08 (1H, s), 9. 12 (1H, s), 7.73-7.61 m), 5.21 (2H, 

d), 4.89 (1H, t), 4.12 (1H, d), 3.30-3.25 (1H, m), 2.21 (3H, s) 
[2201] MS(M+1):351 
[2202] 

[2203] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.23.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid l-(2.4-dic hloro-phenvn-cvc1opropvlmethvl ester (61") 
[2204] 1 H NMR(DMSO-d ): 5 9.99 (s, 1H), 9.04 (s, 1H), 7.58 (m, 1H), 7.37 (m, 2H), 4.81 

(t, 1H), 4.12 (q, 2H), 3.99 (m, 1H), 3.15 (m, 2H), 2.10 (s, 3H), 1.04 (m, 2H), 0.87 (m, 

2H) 

[2205] MS(M+1): 402 
[2206] 

[2207] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dv rimidine-5-carbothioic 

acid £-phenethvl ester (62'") 
[2208] 1 H NMR(DMSO-d ): 5 10.26 (s, 1H), 9.31 (s, 1H), 7.30-7.15 (m, 5H), 4.22 (m, 

1H), 3.29 (m, 2H), 3. 12 (m, 2H), 2.80 (m, 2H), 2.22 (s, 3H) 
[2209] MS(M+1): 323 
[2210] 

[2211] 4-Hvdroxvmethv1-6-methvl -2-thioxo-1.2.3.4-tetrahvdro-Dvrirnidine-5-carbQXvlic 

acid 2-p-tolvl-ethvl ester (63") 
[2212] 1 H NMR(CDC1 ): 5 7.62 (§, 1H), 7.48 (s, 1H), 7.16-7.1 1 (m, 4.41-4.35 (m, 

3 
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3H), 3.50 (t, 2H), 2.95 (t, 2H), 2.35 (s, 3H), 2.33 (s, 1H), 2.27 (s, 3H) 
[2213] MSCM+t): 321 * r 

[2214] 

[2215] 4-Hvdrox vmeth vl-6-methvl-2-thi6xo- 1 .2.3.4-tetrahvdro-Dvrimidine-5-carboxviic ' 
acid 2-m-tolvl-eth'vl ester (64") . 
[2216] 1 H NMR(CDC1 ): 8 7.40 (s, 1H), 7.23 (m, 1H), 7. 13 (s, 1H), 7;05 (m, 3H), 
- 4.43-4.34 (m, 3H), 3.50 (t, 2H), 2.96 (m, 2H), 2.36 (s, 3H), 2.26 (s, 3H) '■ 

[2217] MS(M+1):321 
[2218] ; 

[2219] 4-Hvdroxvmethvl-6 : methvl-2-thioxo- 1 ,2.3.4-teti^vdro-pvrimidine-5-carboxvlic 

acid 2-(5-eth / v1^uran-2-vn-ethv1 ester (65'"> 
[2220] ' H NMR(DMSO-d 6 ): 8 10.28 (s, 1H), 9.37 (s, 1H), 6.02 (d, 1H), 5,96 (s, 1H), 

4.32-4.15 (m, 41), 4.11 (bs, 1H), 2.91 (m, 2H), 2.54 (m, 2H), 2.19 (s, 3H), 1.11 (m, 

3H) 

[2221] MS(M+1):325 
[2222] 

[2223] 4-Hvcb-oxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-carboxvlic 

acid 2-(4-fluoro-3-methvl-phenvlVethvl ester (66'") 
[2224] ' H NMR(CDC1 ): 8 7.58 (s, 1H), 7.05-6.93 (m, 3H), 4.40-4.31 (m, 3H), 3.53 (t, 

2H), 2.92 (t, 2H), 2.28 (s, 3H), 2.27 (s, 3H), 2.20 (t, 1H) 
[2225] MS(M+1): 339 
[2226] 

[2227] 4-Hydroxvmethvl-6-methvl-2-thioxo-1.2.3.4-teti^vdro-pvritnidine-5-carboxvlic 

acid 2-(4-chloro-3-trifluoromethvl-phenv1Vethvl ester (67'"> 
[2228] ' H NMR(CDC1 ): 8 7.71 (s, 1H), 7.59 (s, 1H), 7.56-7.34 (m, 3H), 4.43-4.37 (m, 

3H), 3.51 (t, 2H), 3.03 (t, 2H), 2.55 (s, 1H), 2.27 (s, 3H) 
[2229] MS(M+1):409 

[2230], ' .. • 

[2231] 4-Hvdroxvmethvl-6-methv1-2-thioxo- 1.2.3^ 

• acid 2-(3.4-difluoro-phenvn-ethvi ester (68"') 
[2232] 1 H NMR(DMSO-d 6 ): 8 9.99 (s, 1H), 9.06 (s, 1H), 7.37-7.30 (m, 2H), 7.09 (bs, 

1H), 4.81 (t, 1H), 4.24 (m, 2H), 4.01 (bs, 1H), 3.20 (m, 2H), 2.91 (m, 2H), 2. 1 1 (s, 3H) 
[2233] MS(M+1):343 * 
[2234] 

[2235] 4-Hvdroxvme thvl-6-methvl-2-thioxo-1.2.3.4-teti^vdro-pvrirnidine-5-carboxvlic 
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acid 2-<4-methoxv-3-methvl-DhenviVethvl ester (69"V . 
[2236]. ' H NMR(CDC1 ): 5 7.57 (s, 1H), 7.42 (s, 1H), 7.02 (rh, 2H),' 6.77 (m, 1H), 

4.40-4.3 1 (m, 3H), 3.83 (s, 3H), 3.53 (t, 2H), 2.90 (t, 2H), 2.28 (s, 3H), 2.22 (s, 3H) 
.[2237] MS(M+1):351' ... . 

[2238] . 

[2239] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Dvrinii<Une-^ 

acid 4-fbenzothiazol-2-vlsul&nvn-butvl ester (70"^) . 
[2240] ' H NMR(DMSO d ): 5 10.00 (s, lH)i 9.06 (s, l'H), 8.00 (d, 1H), 7.83 (s, 1H), 7.46 

(t, 1H), 7.35 (t,*lH), 4.86 (t, 1H), 4. 10 (m, 3HX 3.42 (m, 2H), 3.22 (m, 2H), 2. 17 (s, 

3H), 1.84-1.75 (m,4H) v 
[2241] • MS(M+1): 424 - 
[2242] .. .. 

[2243] 4-Hvdroxvmethvl-6-methvl-2-thioxo- 1.2.3.4-tetrahvdro-pvrirnidine-5-carboxvlic 

acid 3.5-difluoro-benzvl ester (1 1"^ 
[2244] ' H NMR(DMSO-d ): 6 10.12 (s, 1H), 9.15 (s, 1H), 7.20 (t, 1H), 7.1 1 (d, 2H), 5.13 

(dd, 2H), 4.93 (t, 1H), 4. 14 (bs, 1H), 3.27 (m, 2H), 2.22 (s, 3H) 
[2245] MS(M+1): 329 
[2246] 

[2247] 4-Hvdroxvm ethv1-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-(4-ethvl-3-fluoro-phetivlVethv1 ester (72'"> 
[2248] 1 H NMR(DMSO-d ): 8 9.98 (s, 1H), 9.07 (s, 1H), 7.19 (m, 1H), 7.00 (m, 2H), 4.82 

(t, 1H), 4.23 (bs, 2H), 4.01 (bs, 1H), 3.17 (bs, 2H), 2.87 (t, 2H), 2.57 (q, 2H), 2.10 (s, 

3H), 1.13 (t, 3H) 
[2249] MS(M+1): 353 
[2250] 
[2251] 

4-(2-Andno-propionvloxvmethvlV6-methvl-2-thioxo-1.23.4-tetrahvdro-pvrimidine-5- 
carhoxvlic acid 2-f3-trifluoromethvl-phenvn-ethvl ester (73 ") 
[2252] 1 H NMR(DMSO-d ): 5 9.98 (1H, s), 9.06 (1H, s), 7.14 (1H, d), 6.86 (1H, d), 4.81 
(1H, t), 4.20 (2H, t), 4.04-3.96 (3H, m), 3.21 (2H, d), 2.82 (2H, t), 2.13 (3H, s), 1.31 
(3H,t) 

[2253] MS(M+1):446 
[2254] 

[2255] 4-Hvdroxvmethv1-6-methv1-2-thioxo-1.2.3.4-tetraiivd^-Dvrinnddine-5-carboxvlic 
acid 2-(3-chlo ro-4-methvl-DhenvlVethvl ester (74'") 
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... - 1** 

[2256] 1 H NMR(CDCn: 6 7.47 (s, 1H), 7.29 (s, 1H), 7.20 (m, 2H), 7.01 (m, 1H), 

4.40-4.33 (m, 3H), 3.54 (t, 2H), 2.94 (t, 2H), 2.37 (s, 3H), 2.35 (s, 1H)", 2.27 (s, 3H) 
[2257] MS(M+1):355 
[2258] 

[2259] 4-Hvdroxvmethvl-6-meth vl-2-thioxo-j ■2.3.4-tetrahvdro-pvrirrudine-5Wboxvlic 

acid 2-f3-trifluoromethhxv-phenvn-ethv1 ester (75'"> ' 
[2260] 1 HNMR(DMSO-d ): 5 10,37 (1H, s), 9 ; 36 .(1H, s), 7.45-7,20 (4H,' m), 4.38-4.32 

. (3H, ifi), 4.26-4.22 (1H,- in), 4.13-4.0? (1H, m), 3.00 (2H, t), 2.10 (3H,.s) 
[2261] MS(M+1):391 
[2262] 

[2263] • ■ •' " 

4-f2-Benzovl oxv-ethoxvcarhonv1oxvmethvlV6-methvl-2-thioxo-1.2.3.4-tetrahvdro-Pvr 

imidine-5-carboxvlic acid 2-(3-chloro-phenvlVethvl ester (76") 
[2264] ' H NMR(DMSO-d 6 ): 5 9.98 (s, 1H), 9.06 (s, 1H), 7.95 (m, 2H), 7.64 (m, 1H), 7.50 

(m, 2H), 7.34-7.20 (m, 4H), 4.52 (m, 4H), 4.26 (m, 2H), 4.20 (m, 2H), 4.03 (m, 1H), 

2.92 (m,2H), 2.11 (s,3H) 
[2265] MS(M+1):534 
[2266] 

[2267] 4-(2.2-Dimethv1-n.31 dioxolan- 

4-vlmethoxvcarbonvloxvmethvlV6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrimidine-5-c 

arhoxvlic acid 2-G-nitro-phenvn-ethvl ester (77") 
[2268] 1 H NMR(DMSO-d ): 5 9.97 (s, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 7.74 

(d, 1H), 7.60 (t, 1H), 4.32 (m, 4H), 4.18 (m, 3H), 4.02 (m, 2H), 3.78 (m, 1H), 3.10 (m, 

2H), 2.10 (s, 3H), 1.31 (s, 3H), 1.26 (s, 3H) 
[2269] MS(M+1):510 
[2270] 

[2271] 6-Meth vl-4-f 5-methvl-2-oxo-f 1 .31 dioxol- 

4-v1methoxvcarhonv1oxvmethvlV2-thioxo 
- acid 2-n-chloro-phenvn-ethvl ester f78"1 . . . 
[2272] 1 H NMR(DMSO-d ): 5 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m, 4H), 5. 10 (s, 2H), 

4.26 (m, 2H), 4.20 (m, 2H), 4.03 (m, 1H), 2.92 (m, 2H), 2.17 (s, 3H), 2.1 1 (s, 3H) 
[2273] MS (M+l): 497 
[2274] 
[2275] 

4-f2-Acetvlsulfanvl-ethoxvcarbonvloxvmethvlV6-methvl-2-thioxo-L2.3,4-tetrahvdro- 
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pyrijm4mg-^cMftpxyliic acid 2-(3-mta?-phenyll) 1 gtfryl ester (79") 
[2276] '.H NMR(DMSO-d ):" 6 9.97 (s, 1H), 9,05 .(s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 7.74 

(d, 1H), 7.60 (t, 1H), 4.32 (m, 2H), 4.27 (t, 2H), 4.20 (m, 2H), 4.02 (m, 1H), 3. 19-3.06 

(m,<H),2,32(s,3H),2.10(s, 3H) . 
[2277] MS (M+l): 498 * 
[2278] 

[2279] • '.' 

4-( 2-MethoxycarbonvlarniDO-ethoxv<^onvloxvmethvlV6-meth vl-2-thioxo- 1 .2.3 .4-tet 
rahvdro-pvrimidine-5-carboxvlic acid 2-(3-chloro-phenvl)-ethvl ester (80") 

[2280] 1 H NMR(DMSO-d ): 8 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m, 5H), 4.26 (m, 

2H), 4.19 (m, 4.03 (m; 1H), 3.52 (s, 3H), 3.29 (m, 2H), 2.92 (m, 2H), 2.1 1 (s, 3H) 

[2281] MS(M+1):486 

[2282] 

[2283] 4-r3-f2-Acetoxv-phenvn-propionv1oxvmethv11 - 

6-methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxvlic acid 2-(3-nitro-phenvl) 
[2284] -ethvl ester (81 ,r > 

[2285] ' H NMR(DMSO-d ): 5 9.97 (s, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 7.74 
(d, 1H), 7.60 (t, 1H), 7.25-7.00 (m, 4H), 4.32 (m, 2H), 4.12 (m, 2H), 4.02 (m, 1H), 
3.43 (t, 2H), 3.10 (m, 2H), 2.95 (t, 2H), 2.32 (s, 3H), 2.10 (s, 3H) 

[2286] MS (M+l): 542 

[2287] 

[2288] 

4-(2-Methoxvcart)onvl-2-methvl-propoxvcajbonvloxvmethvlV6-methvl-2-thioxo-1.2.3 

.4-tetrahvdro-pvrimidine-5-carhoxvlic acid 2-(3-chloro-phenvlVethvl ester (82") 
[2289] 1 H NMR(DMSO-d ): 5 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m, 4H), 4.26 (m, 

2H), 4.22 (s, 2H), 4.18 (m, 2H), 4.03 (m, 1H), 3.63 (s, 3H), 2.92 (m, 2H), 2.1 1 (s, 3H), 

1.22 (s, 6H)' 
[2290] MS (M+l): 500 

[2291] • # 
[2292] 

4-Rhoxvcarbbnvlmethoxvcarbonvloxvm 

vrimidine-5-carboxvlic acid 2-(3-nitro-phenvl)-ethvl ester (83") 
[2293] 1 H NMR(DMSO-d ): 6 9.97 (s, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 7.74 
(d, 1H), 7.60 (t, 1H), 4.81 (s, 2H), 4.32 (m, 2H), 4.22 (m, 2H), 4.15 (q, 2H), 4.02 (m, 
1H), 3.10 (m, 2H), 2.10 (s, 3H), 1.20 (t, 3H) 
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[2294] MS (M+l): 482 

[2295] . . - 

[2296] ..." - 

4-(2-Methaje sulfonvl-ethoxvcarh^^ 

o-pvrimidine-5-carboxvl ic acid 2-G-chloro-bhenvn-ethvl ester (84"^) . 
[2297] ' H NMR(DMSO-d ): 5 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m, 41), 4.54 (t, 2H), 

4.26(m, 2H), 4,18 (m, 2H), 4.03 (m, 1H), 3.56 (t, 2H), 3.05 (s, 3H), 2.92 (m, 2H), 2.1 1 
• . (s,3H) • " : 

[2298] MS (M+l): 492 
[2299] . 
[2300] 

4-f2-Acetvlamino-ethvlcarbamov1oxvmethvlV6-methvl-2-thioxo-1.23.4-tetrahv^ 

rimidine-5-carboxvlic acid 2-f3-nitr o-phenvlVethvl ester (85"^ . 
[2301] 1 H NMR(DMSO-d ): 5 9.97 (s, 1H), 9.05 (s, 1H), 8.93 (s, 1H), 8. 15 (s, 1H), 8.09 

(d, 1H), 7.85 (s, 1H), 7.74 (d, 1H), 7.60 (t, 1H), 4.32 (m, 2H), 4.18 (m, 2H), 4.02 (m, 

1H), 3.18 (m, «), 3.10 (m, 2H), 2.10 (s, 3H), 1.79 (s, 3H) 
[2302] MS (M+l): 480 
[2303] 
[2304] 

4-(2-Dimethvlantino-ethvlcarba^ 

-pvrimidine-5- carhoxvlic acid 2-f3-chloro-phenvn-ethvl ester trifluoroacetic acid salt 

[2305] 1 H NMR(DMSO-d ): 8 9.98 (s, 1H), 9.30 (bs, 1H), 9.11 (bt, 1H), 9.06 (s, 1H), 
7.34-7.20 (m, 4H), 4.26 (m, 2H), 4.18 (m, 2H), 4.03 (m, 1H), 3.54 (m, 2H), 3.23 (m, 
2H), 2.92 (m, 2H), 2.83 (s, 6H), 2.1 1 (s, 3H) 

[2306] MS (M+l): 456 

[2307] 

[2308] 4-r2-Acetoxv-ethvlcarhamov1nxvmethvlV6-methvl-2-thioxo-1.2:3.4-tetrahvdro- 
pvrimidine-.<-carhoxvlic acid 2-f3-nifro-nhenvn-ethvl ester (87"> 

[2309] ' H NMR(DMSO-d ): 8 9.97 (s, 1H), 9.10 (bs, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 
(d, 1H), 7.74 (d, 1H), 7.60 (t, 1H), 4.32 (m, 2H), 4.18 (m, 2H), 4.09 (t, 2H), 3.39 (m, 
2H), 4.02 (m, 1H), 3.10 (m, 2H), 2.15 (s, 3H), 2.00 (s, 3H) 

[2310] . MS (M+l): 481 

[2311] 

[2312] 6-Methvl-4-(2-oxo-ri.31 dioxohn- 
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4- vlmethox vcarbonvloxvmethvn-2-thioxo- 1 ■23.4-tetrahvdro-Pvrimidine-5-carboxvUc 

acid 2-(3-chloro-phenvlVethvl ester (S8"-> 
[2313] ' H NMR(DMSO-d ): 8 9.98 (s, 1H), 9.06 (s, 1H), 7.34-7.20 (m,.4H), 5.08 (m, 

■ 1H), 4.26-4.18 (m, 8H), 4.03 (m, 1H), 2.92 (m ? 2H), 2.11 (s, 3H) 
[2314] MS (M+l): 486 
[2315] 
[2316] 

4-Benzovloxvmethvl-6-methvl-2-thio xo-1.2.3.4-teti^vd^o-pvrimidine-5-carboxvlic 

acid 2-n-nitro-phenvn-ethvl ester (89") 
[2317] 1 H NMR(DMSO-d ): 8 9.97 (s, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 7.74 

(d, 1H), 7.60 (m, 3H), 7,53 (m, 1H), 7.44 (m, 2H)74.32 (m, 2H), 4. 18 (m, 2H), 4.02 

(m, 1H), 3.10 "(m, 2H), 2.10 (s, 3H) 
[2318] MS (M+l): 456 
[2319] . 

[2320] Terephthalic acid mono-6-methvl-5-r2-(3-nitro-phenvlVethoxvcarbonvl 1-2-thioxo- 

1.2.3.4-tetrahv dro-pvrimidin-4-v1methvl ester (90"^ 
[2321] 1 H NMR(DMSO-d ): 8 9.97 (s, 1H), 9.05 (s, 1H), 8.15 (s, 1H), 8.09 (d, 1H), 8.04 

(s, 1H), 7.96 (d, 2H), 7.78 (d, 1H), 7.70 (d, 2H), 7.60 (t, 1H), 4.32 (m, 2H), 4.18 (m, 

2H), 4.02 (m, 1H), 3.10 (m, 2H), 2.10 (s, 3H) 
[2322] MS (M+l): 500 
[2323] 

[2324] 4-Hvdroxvmethvl-6-methvl-2-thioxo-1.2.3.4-tetraJivdro-pvrirnidine-5-carboxvlic 

acid 2-(4-diethv]amino-3-nitro-phenvl')-ethvl ester (91") 
[2325] ' H NMR(DMSO-d ): 8 9.98(s, 1H), 9.06(s, 1H), 7.59(s, 1H), 7.42(d, 1H), 7.29(d, 

1H), 4.81(t, 1H), 4.25(m, 2H), 4.03(t, 1H), 3.18(m, 2H), 3.00(q, 4H), 2.91(t, 2H), 

2.10(s, 3H), 0.94(t, 6H) 
[2326] MS(M+1): 423 

[2327] . •• • 

[2328] 4-Hvdroxvmethv1-6-methvl-2-thioxo-1.2.3.4-tetrahvdro-pvrirrudine-5-carboxvlic 
acid 2- r4-fethvl-propvl-anninoV3-nitro- phenyl 1-ethvl ester (92") ' 

[2329] ' H NMR(DMSO-d ): 8 9.97(s, 1H), 9.05(s, 1H), 7.59(s, 1H), 7.43(d, 1H), 7.30(d, 
1H), 4.70(t, 1H), 4.26(m, 2H), 4.03(t, 1H), 3.18(m, 2H), 3.00(m, 4H), 2.91(t, 2H), 
2.11(s, 3H), 0.94(m, 81) 

[2330] MS(M+1): 437 

[2331] 
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[2332] 4-pvdrox vtqethvl-6-methv l-2-thioxo- 1 .2 : 3.4ltetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-(4-dipropv1ariiino-3-nitro-nhenvlVethvl ester (93'") 
[2333] 1 H NMR(DMSO-d ): 6 9.98(s, 1H), 9.06(s, 1H), 7.59(s, 1H), 7.43(d, 1H), 7.30(d, 
iH>,4.-80U;lH),4^ 
' 2.11(s,3H),0.94(m, 10H) 
[2334] MS(M+1): 451 

[2335] * "" . 

[2336] 4-Hydr6xvmethv1-6-methvl-2-thioxd-1.23r4-tetrahvdro-pvri midine-^ 
acid 2-r4-fcvc1opropv1-ethvl-aminoV3-nitro-Dhenvl 1-ethvl ester (94") 

[2337] 1 H NMR(DMSO-d ): b 9.98(s, 1H), 9.06(s, 1H), 7.59(s, 1H), 7.43(d, 1H), 7.30(d, 
* 1H), 4,80(t, 1H), 4.26(m, 2H), 4:03(t, 1H), 3. 18(m, 2H), 3.04(q, 2H), 2.91(t, 2H), 
2.1 l(s, 3H), 1.59(m, 1H), 1.02(t, 3H), 0.61(m, 2H), 0.32(m, 2H) 

[2338], MS(M+1):435 

[2339] 

[2340] 4-Hvdroxvmethvl-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dv rirnidine-5-carboxvlic 
acid 2-r4-(cvclonronv1-r»ropvl-aminoV3-nitro-Dhenvl 1-ethvl ester (95") 

[2341] 1 H NMR(DMSO-d ): 5 9.96(s, 1H), 9.07(s, 1H), 7.60(s, 1H), 7.47(d, 1H), 7.33(d, 
1H), 4.50(t, 1H), 4.27(m, 2H), 4.02(t, 1H), 3.19(m, 2H), 3.06(q, 2H), 2.92(t, 2H), 
2.10(s, 3H), 1.62(m, 1H), 1.00(m, 5H), 0.62(m, 2H), 0.34(m, 2H) 

[2342] MS(M+1): 449 

[2343] 

[2344] 4-Hvdroxvmethvl-6-methvl-2-thioxo-L23.4-teti^vdro-pvrimidine-5-carboxvlic 
acid 2-f4-(allvl-methvl-amino')-3-nitro-phenvl 1-ethvl ester (96") 

[2345] ' H NMR(DMSO-d ): 8 9.99(s, 1H), 9.17(s, 1H), 7.72(s, 1H), 7.54(d, 1H), 7.13(d, 
1H), 5.82(m, 1H), 5.16(m, 2H), 4.40(t, 2H), 4.02(m, 2H), 4.00(t, 1H), 3.16(m, 2H), 
2.92(t, 2H), 2.90(s, 3H), 2,10(s, 3H), 

[2346] MS(M+1): 449 

#347] . : r 

[2348] 4-Hvdroxvme thvl-6lmethvl-'2-thioxo-1.2.3.4-tetrahvdro-nvrimidine-5-carboxvUc 

acid 2-r4-(allvi-ethvl-amino'>-3-nitrb-phenvl 1-ethvl ester (97'") 
[2349] ' H NMR(DMSO-d ): 8 9".96(s, 1H), 9.21(s, 1H), 7.70(s, 1H), 7.54(d, 1H), 7.11(d, 

1H), 5.82(m, 1H), 5.16(m, 2H), 4.41(t, 2H), 4.01(m, 2H), 3.98(t, 1H), 3.16(m, 2H), 

2.92(t, 2H), 2.89(q, 3H), 2.10(s, 3H), 1.02(t, 3H) 
[2350] MS(M+1): 435 
[2351] 
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• 

[2352] 4-Hvdroxvmethvl-6-methvl-2-thibxo-1.2:3.4-tetrahvdro-Pvrimidin 

acid 2-r4-rcvclopropvlmethv1-methvl-aninoV3-nitro-Dhenvl 1-ethvl ester (98'") 

[2353] ' H NMR(DMSO-d ): 6 9.90(s, 1H), 9.24(s, 1H), 7.78(s, 1H)^ 7.52(d, 1H), 7.18(d, 
1H), 4.45Ct, 2H), 3.91(t, 1H), 3.79(m, 2H),'3.32*(t, 1H), 3.21^; 2H), 2.90(t, 2H), 
2.84(s, 3H), 2.12(s, 3H), 0.48(m, 1H), 0:24(m, 4H) 

[2354]. MS(M+1):435 . . . 

[2355]' • •*• ' 

[2356] 4-Hvdroxvm ethvl-6-methvl-2-thioxo- 1 .2.3.4-tetrahvdro-pvrimidine-5-carboxylic 

acid 2-f3-nitro-4-pvrrolidinM-vl-phenvn-ethvl ester (99") 
[2357] ' H NMR(CDC1 ): 5 7.71(s, 1H), 7.'62(s,. 1H), 7.37(s, 1H), 7,25(d, 1H), 6.91(d, 

1H), 4.36(m, 3H), 3.55(d,.2H), 3.24(m, 4H), 2.94(t, 2H), 2.32(s, 3H), 2.01(m, 4H) 
[2358] MS(M+1):421 ' 
[2359] 

[2360] 4-Hvdroxvm ethv1-6-methv1-2-thioxo-1.2.3.4-tetrahvdro-Dvrimidine-5-carboxvlic 

acid 2-(3-nitro-4-piperidin-l-vl-phenvlVethvl ester (100") 
[2361] 1 H NMR(CDC1 ): 5 7.35(s, 1H), 7.24(d, 1H), 6.95(d, 1H), 4.32(t, 2H), 3.55(d, 

2H), 3.03(m, 4H), 2.91(t, 2H), 2.26(s, 3H), 1.78(m, 6H) 
[2362] MS(M+1): 435 
[2363] 

[2364] 4-Hvdroxvmethvl-6-methvl-2-thioxo-L23.4-tetraiivclro-pvrimidine-5-carboxvlic 
acid 2-r4-(2.5-dih vdro-pvrrol-l-vlV3-nitro-phenvn-ethvl ester (101'") 

[2365] 1 H NMR(CDC1 ): 5 7.45(s,lH), 7.28(d,lH), 6.97(d,lH), 5.79(m, 2H), 4.40(t, 2H), 
4.03(m, «), 3.55(d, 2H), 2.98(t, 2H), 2.3 l(s, 3H) 

[2366] MS(M+1): 419 

[2367] 

[2368] Experiment 

[2369] Inhibitory activity of HCV 

[2370] Plasma samples from 300 persons positive to the hepatitis C antibody test were 
screened by antibody diagnosis kit produced by'LG Life Sciences Ltd. (LG HCD3.0 
TMB} to select 40 plasma samples having high titer. Replicon cell line and Huh-7 cell 
line each were cultured in a 96- well cell culture plate, fixed by methanol/acetone (1:1) 
mixture, and blocked by 3% skimmed milk. The 40 plasma samples selected above 
were 100-fold diluted and added thereto, and the bound antibodies were probed by 
anti-Human goat antibody (Sgma) to which Horse Radish Peroxidase is attached. As a 
result, 12 plasma sanples having low specificity to Huh-7 cell line, but high specificity 
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to replicon cell line were obtained. These plasma samples were used in the following 
cell-based ELISA. - 

[2371] 

[2372j Rep5.1 cells were cultured in DN4EM-10 containing 500#g/m£ of G418. The 

RepS.l cells in log phase were suspended by trypsin treatment, and 5000 cells were 
distributed to each well of a 96-well plate. After 4 hours for which the cells were 
attached to the plate, the serially diluted drug was added to each well. After 72 hours, 
the cells were fixed by niethanol/acetone (50/50, v/v), and the decrease of HCV w 
proteins was measured by using HCV antibody obtained as above. The extent of 
decrease was estimated in percentage based on the control containing no drug, and the 
concentration of drug at which 50% of proteins was decreased was determined to be 
IC50. 

[2373] 

[2374] The IC50 values are classified according to the following standard and the results 

are represented in the following Tables 1 and 2. 
[2375] A: 1 \i M or less 
[2376] B: more than 1 u. M & 10 \i M or less 
[2377] C: more than 10 \i M & 20 \i M or less 
[2378] D: more than 20 \i M 
[2379] 

[2380] Table 1 



Level 


COM. NO. 


A 


6, 10, 14, 19, 22, 29, 30, 33, 35, 39, 41, 42, 43, 45, 47, 49, 50, 51, 
52, 54, 56, 58 60, 61, 65, 66, 68 70, 72, 75, 76, 78 82, 83, 84, 85, 
8^ 89, 90, 91, 92, 93, 94, 95, 96, 97, 100, 101, 103, 104, 105, 106, 
107, 108 H4, 115, 116, 117, 118 121, 122, 124, 126, 128 131, 
132, 133, 134, 135, 136, 141, 143, 147, 148 149, 150, 151, 152, 
156, 157, 164, 172, 178 175, 180, 185, 192, 1.93, 199, 200, 203, 
204, 206, 207, 208 209, 214, 218 219, 220, 222, 224, 227, 230, 
231, 233, 235, 239, 240, 243, 244, 247, 249, 250, 257, 258 259, 
261, 263, 266, 273, 3*, 9', 12', 14', 15', 21', 22', 23', 26', 27', 31', 32', 
33', 34', 35*, 37', 38', 40', 45', 70', 71', 72', 79', 84', 86', 87', 88', 89', 
90', 18", 24", 27", 28", 31", 33", 37", 38", 42", 43", 46", 55", 56", 
66", 67", 69", 70", 72", 73", 74", 75", 76'\ 78", 82", 84", 86", 88", 
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91'\ 92", 93", 94", 95", 96", 97", 98", 99", 100" 


B 


7, 8, 9, 15,' 18; 23, 25, 26, 34, 37, 4% 53., 55, 57, 59, 67, 69,71, 77, 
79, 80, 81, 98, 99, 102, 110, 111, 119, 120, 123, 125, 127, 137, 139, 
142, 153, 163, 165, 169, 174, 176, 177, 178, 183, 195, 198, 202, 
205,' 210, 213, 216, 217, 221, 223, 526, 237, 238,245, 248, 251, 
252, 254, 255, 256, 265, 268, 269, 270, 271, 1', 2", 5', 7', 10', .16', 24', 
25, 36 , 39 , 42 ! , 43 , 44. , 46 , 49 , 51 , 54 , 55, 56 , 57 , 58 , 60 , 61 , 
62', 64\ 65', 66', 69', 74', 75', 81', 82\ 83', 85', 91', 1", 3", 4", 5", 6", 
7" 10" 11" 13" 14" 17" 19" 23" 25" 26" 32" 34" 35" 36", 
4j», 44", 45", 49", .51", 52", 53", 54", 57", 58", 59", 60", 63", 64", 
65", 68", 77", 79", 80", 81", 83", 85", 87", 89", 90", 101" 


c 


12, 46, 48, 64, 138, 140, 160, 184, 201, 211, 215, 228, 232, 236, 
253, 264, 29', 41', 53', 78', 80', 9", 39", 61" 


D 


11 11 1 A n 1/1 1"7 If. Af\ 6.1 1A Qf. Q~l 1AQ 111 111 no 

11, 13, lo, 1 /, Z4, Z /, jo, 4U, 03, /4, eo, o /, iuy, 1 lz, 1 13, izy, 
130, 146, 154, 155, 158, 159, 161, 162, 170, 181, 196, 197, 225, 
229, 234, 241, 242, 246, 267, 272, 274, 4", 6', 8*, 11', 13', 18', 19', 20", 
28', 30', 47', 48', 50, 52', 59\ 63', 67', 68', 76', 77', 2", 8", 12", 15", 
16", 20", 21", 22", 29", 30", 40", 47", 48", 50", 62", 71" 



[2381] Table 2 



COM. NO. 


IC50 ( ii M) 


6 


1.0 


7 


2.5 


8 


3.0 


9 


4.0 . 


10 


- 1.0 


11 


>100 


12 


22 


13 


>100 


. 14 


0.2 


& : 15- 


3.0 


16 


74 
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17 


100 


■ ■ 

18° 


5.0 


19 ' 


1.6 


22' . 


0.4 


23 


5.4 


" 24 


. 70 


25 ' 


2.0 


26 * 


3.0 


. 27 


47 


29 

i ; : 


0.3 


30 


0.1 


33 


<0.5 


34 


2.0 


35 


<0.5 


36 


84 


37 


4.0 


39 


0.5 


40 


92 


41 


<0.4 


42 


0.5 


43 


<0.4 


• 44 ' 


~3.0 


45 


<0.4 


46 


30 


47 


<0.5 


' 48 


30 


49 


<0.5 


50 


<0.5 


51 


<0.5 
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- 52 


. 0.7 • 1 


53 


6.6 


54 


<0.5 


55 


2.5 ■ 


56 


<0.5 


' 57 
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